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mmmi 5 (7) 

1- (4-t Ka^rV- 2-^f;U7i^;^'f/V) -2, 3, 4, 
5-r by t Kn- l H— l -^yXrfi^y 

TLC:Rf 0.31 (n-^fy : ilif/W=l : 1) ; 
5 NMR (CDC1 3 ) : 5 7.38-7.22 (m, 4H), 7.10-7.03 (m, 2H), 6.45-6.40 (m, 2H), 5.78 
(bs, 1H), 4.73-4.58 (m, 1H), 3.00-2.63 (m, 3H), 2.13-1.73 (m, 6H), 1.50-1.29 (m, 1H) D 

mmmi 5 (8) 

1- (4-t Fa^v-- 3 - ^ f /V7i=^;l//^/f ;V) -2, 3, 4, 
10 5-fh7t Kn-iH-l-^yXTftV 

TLC : R f 0.51 (n-^^riT-^ : : 1) ; 

NMR (CDC1 3 ) : 5 7.34-7.24 (m, 4H), 7.00-6.97 (m, 1H), 6.89 (dd, J = 8.7 Hz, 2.7 
Hz, 1H), 6.58 (d, J = 8.7 Hz, 1H), 6.01 (s, 1H), 5.53-5.37 (m, 1H), 4.75-4.60 (m, 1H), 
2.96-2.58 (m, 3H), 2.15 (s, 3H), 2.10-1.72 (m, 3H), 1.50-1.23 (m, 1H) 0 

15 

mmmi 5 o) 

1- {3-y;viirn — A — \iVn^i/y^.^;vijjV/^y()V) -2, 3, 4, 

5-ff7tKp-lH-l -^<yX7f \fy 
TLC:Rf 0,56 (n-^f y : «xf 1 : 1) ; 
20 NMR (CDC1 3 ) : 5 7.36-7.24 (m, 5H), 6.84-6.76 (m, 1H), 6.66 (ddd, J = 8.4 Hz, 
2.4 Hz, 1.5 Hz, 1H), 6.09 (s, 1H), 5.44 (bs, 1H), 4.74-4.58 (m, 1H), 2.94-2.65 (m, 3H), 
2.10-1.72 (m, 3H), 1.50-1.28 (m, 1H) 0 

»1 5(10) 

25 1- (4-t Kn^7i-/V*/W^^/1/) -2, 3, 4, 5-fh7t 
KP-lH-try K [2, 3-b] -1-Tift 0 >- 
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T L C : R f 0.53 a a : ^ * / — />= 9:1) ; 

NMR(DMSO-d6) : 6 9.01 (s, 1H), 8.65 (s, 1H), 8.27 (dd, J = 4.8 Hz, 1.8 Hz, 1H), 
7.74 (dd, J = 7.5 Hz, 1.8 Hz, 1H), 7.22-7.12 (m, 3H), 6.66-6.58 (m, 2H), 3.73-3.46 (br, 
2H), 2.77-2.74 (m, 2H), 1.78-1.61 (m, 4H) D 

5 

|»J 15 (11) 

1- (4-tKn^->7j^;W/l') -7-^^-2, 3, 4, 
5-fh7t Kn-lH-l-^^XTiff^ 
TLC:Rf 0.18 (n-^fy : Si^=2 : 1) ; 
10 NMR (DMS0-d6) : 8 8.96 (bs, 1H), 7.24 (s, 1H), 7.11-6.99 (m, 5H), 6.60-6.55 (m, 
2H), 3.80-3.00 (br, 2H), 2.68-2.64 (m, 2H), 2.27 (s, 3H), 1.77-1.43 (m, 4H) D 

H» 1 6 

1- (4-7^;7i^;^^;V) -2, 3, 4, 5-fh7tKn 
15 -lH-l-^^XTift 9 ^ 

«0iJi2 (2) -e&mLitik&to<Dttt>y)Kmi&M7 (23) -c&jfi, 

TLC:Rf 0.20 (n-^fy : fttxf;u= 1 : 1) ; 
20 NMR (CDC1 3 ) : 8 7.36-7.23 (m, 4H), 7.09-7.02 (m, 2H), 6.62-6.56(m, 2H), 5.99 
(brs, 1H), 4.78-4.54 (m, 1H), 3.49 (brs, 2H), 2.96-2.56 (m ; 3H), 2.11-1.70 (m, 3H), 
1.49-1.25 (m, lH) a 

»jh (i) -mmwie (3) 

ill 
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mmne (i) 

1- ( 3 - 7 ? / - 4 - t Kp Jr^7x^*;M*'f />) -2, 3, 4, 
5-xh7t Kn-lH-1 — ^xr-tftrv-JfilKfi 

5 TLC : R f 0.28 (tl^f^y : *9J—)V=1 0 : l) ; 

NMR (CDCI3+CD3OD) : 8 7.39 (d, J = 2.4 Hz, 1H), 7.36-7.27 (m, 4H), 6.94 (dd, J 
= 8.7 Hz, 2.4 Hz, 1H), 6.87 (d, J = 8.7 Hz, 1H), 4.73-4.40 (m, 1H), 2.91-2.74 (m, 3H), 
2. 12-1.79 (m,3H), 1.61-1.29 (m, 1H) 0 

10 mmmi 6 (2) 

8-r^/-l-7i^/W^;v-2, 3, 4, 5-fF7tKn- 
1 H- 1 <^XTif 

T L C : R f 0.56 : n -^f-^= 1:1); 

NMR (CDCI3) : 5 7.34-7.28 (m, 2H), 7.27-7.19 (m, 2H), 7.08 (d, J = 7.8 Hz, 1H), 
15 7.01-6.94 (m, 1H), 6.62 (d, J = 2.4 Hz, 1H), 6.60 (dd, J = 7.8 Hz, 2.4 Hz, 1H), 6.33 
(bs, 1H), 4.73-4.50 (m, 1H), 3.70 (bs, 2H), 2.85-2.50 (m, 3H), 2.07-1.67 (m, 3H), 
1.45-1.20 (m, 1H) 0 

M16 (3) 

20 8-T^y-l- (4-t h'n^iSA'^t'fA') -2, 3, 4, 
5-rh7t Kn-lH-1 -^yXrf 
TLC : Rf 0.43 (K^fvU : n-^M^=3 : 1) ; 
NMR (CDCI3+CD3OD) : 8 7.12-7.03 (m, 3H), 6.76-6.69 (m, 2H), 6.68-6.52 (m, 
2H), 4.65-4.40 (m, 1H), 2.80-2.60 (m, 3H), 2.10-1.75 (m, 3H), 1.53-1.20 (m, 1H) D 

25 

mmm 1 7 
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l- (4-:t Y*-sij;vtf~jvt^/v^*ri/y x.^jvjjjv/^j M -2, 
3, 4, 5 - f h 7 t Ko - 1 H - 1 --<yX7f 

mmmi i-zM&Ltzik&V!) (1.5 g) ®ff7tKo77v-N, n-v 5 

^f/^A7;K (4 01111/4 01111) ^M-ejf^r^^y 

5 (7 3 4mg) fci^n^ii^ (0.59ml) gfflPx., m&Vo* 5 

tK£APx., ^f/K-iWL, W«JP£«M8Lfc 0 ^S^TKSriPx., #fffl 
Lfcfe^S: 6© U LT, WWfettffiLSr^-r 5**W^4fe (1.90 

g) *mtz 0 

10 TLC : R f 0.30 (n-^fy :SSxf^=2 : 1) ; 

NMR (CDC1 3 ) : 5 7.36-7.25 (m, 4H), 7.24-7.17 (m, 2H), 6.84-6.77 (m, 2H), 6.11 
(brs, 1H), 4.77-4.57 (m, 1H), 4.56 (s, 2H), 4.25 (q, J = 6.9 Hz, 2H), 2.92-2.57 (m, 3H), 
2.09-1.71 (m, 3H), 1.58-1.20 (m, 4H) 0 

15 1 8 

l- (4-i;;i'!i?^v'^f/^^^7i=W/w ; ! ; f^/v) -2, 3, 4, 
5-rh7t Kp-ih-i -^yxrff> 

»Ji i x*wm.\^tz-ik&m (1.9 g) »^/-/MlOOml)»^ 
MT*m^T2N7K^^ h y ^AtK^ (5.16m 1 ) £flPx., 

20 Jt#t7c 0 Rfss^&fc i Nii^^nx., issitt^UT^k^^^xTttm 
u ffls^Mtfc. mm&n-^-p^-mm^^ a : d 

U ^T«««^W-r5*^B^{b^#J (1.57 g) &#fc„ 
TLC : R f 0.20 <MRC**f-W : J jr/—;U= 9 : 1) ; 
NMR (CDC1 3 ) : 5 7.35-7.26 (m, 4H), 7.22-7.16 (m, 2H), 6.83-6.77 (m, 2H), 6.13 
25 (brs, 1H), 4.78-4.50 (m, 1H), 4.58 (s, 2H), 2.96-2.57 (m, 3H), 2.11-1.69 (m, 3H), 
1.49-1.20 (m, 1H) 0 
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mmm 1 9 

1- (4 -J h*i>'#A'tf~A'7x.~ /U#/W**s(/U) -2, 3, 4, 5- 
f^7t Kp-IH-1 -^V'XTift 0 ^ 
5 T/l^>#B5CT> HJ*^y(19 8mg) Of f5tKP77>(2 
ml) 0°C-e}t#TKy^^T^^ (2.5ml) & <fc t>*4 - 7 / 

(151mg) ©Th7tKD77> (3ml) «^P^L^ 

i®K<fcl9l&*U ZWiZmmU f«(3 7 0mg) rti£r h 

10 (5ml) «fi?U ^fi-eit^T, 2, 3, 4, 5-fb7tKo 

- 1 H- 1 -^VXTif (9 8mg) ©h/H> (3ml) ^^A0^L s 

2 o°c-?%k&mwLtc 0 Rfcrn^zmmi^ MSrvy*^ 

#7^0-7 h^77^f- (n-^-fy : g»^^=5 : 1-+3 : 1^ 
2:1) ^T«t£«£^6#^{L£t> (7 1mg) £#fc 0 

15 TLC : R f 0.46 (n-^^rf-y : g^i?^^/W=2 : 1) ; 

NMR (CDC1 3 ) : 5 7.94-7.88 (m, 2H), 7.40-7.28 (m, 6H), 6.45 (brs, 1H), 4.77-4.63 
(m, 1H), 3.85 (s, 3H), 2.91-2.64 (m, 3H), 2.09-1.74 (m, 3H), 1.49-1.27 (m, 1H) D 

H«l 9(1) -WI19 (4) 

mmm 19 (d 

x _ (4-^y^tdr^/-2--hn7x-/l/^/^ ; t'f^) -2, 3, 
25 4, 5 - f h 7 1 Kn - l H- l -^yX'rf t°y 

TLC : R f 0.46 (n-^fy : ^iif^=4 : 1) ; 
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NMR (CDCI3) : 5 9.48 (bs, 1H), 8.66 (d, J = 9.3 Hz, 1H), 7.64 (d, J = 3.0 Hz, 1H), 
7.46-7.23 (m, 10H), 5.05 (s, 2H), 4.68-4.55 (m, 1H), 2.90-2.68 (m, 3H), 2.10-1.74 (m, 
3H), 1.50-1.30 (m, 1H) 0 

5 mmmi 9 (2) 

1- (2-y^^-t2-4-/ b^-y^^-^^^y^-^^^^^^^) - 

2, 3, 4, 5-fF7tKP-lH-l-^X~7ftV 
TLC:Rf 0.50 (n -^MJ-y : ffift^A,= 2 : 1 ) ; 

NMR (CDCI3) : 6 7.97 (t, J = 9.0 Hz, 1H), 7.34-7.24 (m, 4H), 6.78 (ddd, J = 9.0 
10 Hz, 2.4 Hz, 1.5 Hz, 1H), 6.71 (dd, J = 9.0 Hz, 2.4 Hz, 1H), 6.26 (bs, 1H), 5.09 (s, 2H), 
4.8-4.6 (m, 1H), 3.44 (s,3H), 2.9-2.6 (m,3H), 2.1-1.7 (m, 3H), 1.5-1.2 (m, 1H)„ 

»1 9 (3) 

1- (4-^ h^V^^/U^^- 2-^^7 31^/^/^*^^) -2, 

15 3, 4, 5 -T h 7 t Kn - 1 H- 1 -- iyXjf 

TLC:Rf 0.38 (n -^^y : g^cn^vu= 2 : 1 ) ; 
NMR (CDC1 3 ) : 6 7.63 (d, J = 8.4 Hz, 1H), 7.38-7.26 (m, 4H), 6.85 (dd, J = 8.4 
Hz, 3.0 Hz, 1H), 6.77 (d, J = 3.0 Hz, 1H), 5.89 (bs, 1H), 5.10 (s, 2H), 4.75-4.55 (m, 
1H), 3.44 (s, 3H), 2.95-2.60 (m, 3H), 2.10-1.70 (m, 3H), 1.89 (s, 3H), 1.50-1.20 (m, 

20 1H) Q 

mmmi 9 (4) 

1- (4-^ Y^i/^^;^^y-2-^=f-jvy M -2, 

3, 4, 5-ff7tKn-lH-l — zyXTHt'y 

25 TLC:Rf 0.43 ( n -^^y : BSfccfvl^ 2 : 1 ) ; 

NMR (CDCI3) : 6 7.34-7.25 (m, 4H), 7.12 (d, J = 2.7 Hz, 1H), 7.00 (dd, J = 8.7 
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Hz, 2.7 Hz, 1H), 6.91 (d, J = 8.7 Hz, 1H), 6.05 (bs, 1H), 5.12 (s, 2H), 4.8-4.6 (m, 1H), 
3.45 (s, 3H), 2.9-2.6 (m, 3H), 2.19 (s, 3H), 2.1-1.7 (m, 3H), 1.5-1.2 (m, 1H) 0 

mmm 2 0 

5 1- {4-%;Vi$*i/y 3L^;Vi);V/^4 ?V) -2, 3, 4, 5-fh7t 
Kp - 1 H- 1 — ' <^XTif t°> 
«#"J1 9-e$^itLfc^#l (3 8 2mg) (20ml) ^ 

MT?«#T 2 N*«ft^ h y *-Mc*tt Clml) StARX., 
&2l$ffl&#Lfco M-fh7tKo77y (10ml) *5±tT2N7K 

10 ^-T-hy^ATKM (3ml) SrPS^Px:. $ 6 2 0 ffl^fiT**! 1 bfc 

Sr*«U 8li£&:&fc^u^/V*/-/v (50/1) T5»U 
-/u-tK (7 : 1.5) frfcSfe&U fitToftttfllSrWi-a**^^* (1 
8 9 m g ) £#fc„ 
15 T L C : R f 0.46 : J* $ J *—;V= 9:1) ; 

NMR (CDC1 3 ) 8.00-7.94 (m, 2H), 7.42-7.36 (m, 2H), 7.35-7.28 (m, 4H), 6.47 (brs, 
1H), 4.76-4.60 (m, 1H), 2.95-2.63 (m, 3H), 2.09-1.77 (m, 3H), 1.49-1.26 (m, 1H) 0 

WJ2 1 

20 1- (4-fc Kd^r^^ <f-7l<7 ^~/V$> jW^yf/U) -2, 3, 4, 5 — 7" 

h7t Kd- 1H- 1 -^yxrftv 

»1 8«Lfcft^ (294mg) Of h?kKo75y (9m 
1) jeftJtMrfll^T**^*^*^^^^ (2 9mg) &Mx., 7 5°C 

25 (3ml) SrJPit, ftBft^^T?iftffl fll^llU »ilE* 

V!)*W5^07h^77^- (n-^f->- : «xf/i,= 1 : 1) 
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8 3mg)^t 0 

T L C : R f 0.22 (n -^-f^ : g^^/U= 1:1) ; 
NMR (CDC1 3 ) : 5 7.35-7.21 (m, 8H), 6.24 (brs, 1H), 4.79-4.58 (m, 1H), 4.59 (d, J 
5 = 5.4 Hz, 2H), 2.95-2.58 (m, 3H), 2.11-1.71 (m, 3H), 1.52-1.23 (m, 1H) D 

WI2 1 (1) 

1- [4- (2-tKp^>if/^) 7^~/]/3>/w<*4;^ -2, 
3, 4, 5-fh7t Ko-lH-l-^yX7f t°y 

TLC:Rf 0.11 (n-^fy:ft»xf;l/=l ; 1) ; 
NMR (CDCI3) : 6 7.34-7.26 (m, 4H), 7.23-7. 17 (m, 2H), 6. 84-6.78 (m, 2H), 6.09 
(brs, 1H), 4.80-4.56 (m, 1H), 4.05-4.01 (m, 2H), 3.96-3.89 (m, 2H), 2.93-2.58 (m, 
15 3H), 2.07-1.74 (m, 3H), 2.01 (t, J = 6.0 Hz, 1H), 1.53-1.24 (m, 1H) C 

Hffiftl 2 2 

6-fc Kn^i/- 1 -71=^/^^^- 2, 3, 4, 5-ff7k K 
p-iH-i --<yx'rft c y 

20 WJ7 (7) -C^Lfdb^ (2 5 0mg) (D&itt^uy (2ml) 
»-7 8tT*f-!J7*a^^ (1.0M, 2.5ml) £jbn*. x Z&^^IWJM 

25 ^cn^yU= 2 : l) n — -^f-^-«^^/^^SI§ H B H L, 

^(ommm^^wmt^m (2 3m g ) 
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T L C : R f 0.31 (n -^^fy : Stxf ;l/= 2:1) ; 
NMR (CDC1 3 + CD3OD) : 5 7.31-7.20 (m, 4H), 7.12-7.06 (m, 1H), 7.02-6.96 (m, 
1H), 6.85-6.80 (m, 2H), 6.41 (bs, 1H), 4.70-4.45 (m, 1H), 3.42-3.20 (m, 1H), 2.82- 
2.52 (m, 1H), 2.45-2.27 (m, 1H), 2.10-1.70 (m, 3H), 1.45-1.20 (m, 1H) 0 

5 

WI2 2 (1) ~^M2 2 (3) 
»7 (7) -eMLfc:^^©^ 1 9^^^S-r5f^tl^fflV^T» 

10 

3US0J2 2 (1) 

1 -MYu$r-y-\-7 x-^lVlDV/^A >^-2, 3, 4, 5-f f7tK 

P-1H-1 -^yxrftv 

TLC : Rf 0.20 (n-^-^V :ftS63i^=3 : 1) ; 
15 NMR (CDCI3 + CD3OD) : 8 7.29-7.20 (m, 4H), 7.11 (d, J = 8.4 Hz, 1H), 7.03- 
6.96 (m, 1H), 6.78 (d, J = 2.7 Hz, 1H), 6.73 (dd, J = 8.4 Hz, 2.7 Hz, 1H), 6.40 (bs, 
1H), 4.63-4.40 (m, 1H), 2.85-2.56 (m, 3H), 2.06-1.72 (m, 3H), 1.46-1.29 (m, 1H) 0 

»!2 2 (2) 

20 7-tKP^>-l- (4-t KDdf-i/7i-;^;W^^;l/) -2, 3, 

4, 5-rh7t KD-iH-i-^yx'rft'y 

TLC : R f 0.44 : * * / -/W= 9 : 1) ; 

NMR(CD 3 OD) : 6 7.08 (d, J = 8.1 Hz, 1H), 7.06-7.01 (m, 2H), 6.74 (d, J = 2.7 Hz, 
1H), 6.71-6.64 (m, 3H), 4.60-4.38 (m, 1H), 2.83-2.54 (m, 3H), 2.11-1.68 (m, 3H), 
25 1.62-1.22 (m, 1H) 0 
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mmw2 2 o) 

6-tKn^fv / -l- (4-tKp^v'7i^i;;^^/i') -2, 3, 
4, 5 - f h 7 t Kp - 1 H- i —<yX7-tf 
T L C : R f 0.54 (mt* : * 9 S 9:1); 

5 NMR (CD 3 OD) : 5 7.08 (t, J = 7.5 Hz, 1H), 7.07-7.01 (m, 2H), 6.80 (dd, J = 7.5 
Hz, 1.2 Hz, 1H), 6.76 (dd, J = 7.5 Hz, 1.2 Hz, 1H), 6.69-6.64 (m, 2H), 4.70-4.16 (m, 
1H), 2.97-2.12 (m, 3H), 2.01-1.64 (m, 3H), 1.49-1.10 (m, 1H) D 

WJ2 3 

10 1- ( 4 - f /V7 ^ ; 7 i=;V*;W^/f ;U) -2, 3, 4, 

7tKo-iH-i -^c/Xr-tfev 

gttffll 6-eK3SbfcflS^* (1 9 6mg) <DT± h ~ h V ^ (5ml) 
««SrMT«E«iTx 3 5%^A7^ftK« (0.6ml) *5«fcW7 
;«*^tMJ!?^ (13 0mg) fi^ftSrSfi-eiO^lii 
15 8£#Lfc 0 :©»2Ni||Wo< *) tm^LX^m^ SfeKl3l*W 

V!J*W7^ovh^77^- (n-^f-^ : gffift3i^=5 : 1 
-»3 : : 1) -CflHKU ^^^#/c 0 ^©t^^^f/Vi-f 

20 ;K3ml) f i^4Nli-^xf /^i^Jpx:, flffcti L 

%-t**m\tt&m (6 8m g ) «r#fc. 

TLC:Rf 0.55 (n-^fV :ft»xf/V=l : l) ; 
25 NMR (CDC1 3 ) : 5 7.33-7.24 (m, 4H), 7.18-7.11 (m, 2H), 6.69-6.63 (m, 2H), 6.00 
(brs, 1H), 4.81-4.49 (m, 1H), 3.03-2.58 (m, 9H), 2.11-1.74 (m, 3H), 1.56-1.23 (tn, 



119 



WO 03/068753 



PCT/JP03/01481 



1H)„ 

1- [4- (2-^fP7i^/l'*^7?y) ^^/i^/u/^-f/u] 
5 -2, 3, 4, 5-fh7t Kn-lH-l-^yX7f 

HJfeflJ 1 6 Ltzik&yd ( 1 6 9 m g ) Ofh7tKB77^ ( 1 m 

1) »«^MJ^^r5^ (0.2ml) *5«fctf2-= Fo^to^D y 
K (4 4 1mg) SrAP^L, ig£&&£fi^2l$ffl£#L*:. gf&SlN&U:* 

?vU=3 : 2-1 : 1) TfttttU £lT©*ttiCS:#'t-**38W^* (2 
3 7 m g ) 

TLC:Rf 0.38 (n-^fy : Stif /V= 1 : 1) ; 
15 NMR (CDC1 3 ) : 5 7.83 (dd, J = 7.8 Hz, 1.5 Hz, 1H), 7.74 (dd, J = 7.8 Hz, 1.5 Hz, 
1H), 7.67 (dt, J = 1.5 Hz, 7.8 Hz, 1H), 7.54 (dt, J = 7.8 Hz, 1.5 Hz, 1H), 7.35-7.16 (m, 
6H), 7.14 (bs, 1H), 7.07-7.00 (m, 2H), 6.21 (bs, 1H), 4.74-4.53 (m, 1H), 2.90-2.55 (m, 
3H), 2.07-1.73 (m, 3H), 1.48-1.20 (m, 1H) 0 

20 m&w 2 5 

1- [4- (N-^f^-N-2--Fa7x^7/U*^/U75y) 7 3: 
=^*/W^^-^/U] -2, 3, 4, 5-7h7t KP-lH-l-^yX7 

MM 2 4X'$mL1t<k&!to (2 3 0mg) ON, N-^f^i7 
25 5 K (1ml) «^«#y »7A (8 2m g) #£Xfi3 tit*?* (3 7 
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mm^^=3 : 2^1 : 1) Tit© U «TtDfe|4I^tt5^B^f^ 
( 2 3 1 m g ) £#7c 0 
5 TLC:Rf 0.40 (n-^fy : ^if/U=i : l) ; 

NMR (CDC1 3 ) : 8 7.68-7.61 (m, 1H), 7.60-7.55 (m, 1H), 7.52-7.45 (m, 2H), 
7.36-7.24 (m, 6H), 7.10-7.04 (m, 2H), 6.29 (bs, 1H), 4.73-4.58 (m, 1H), 3.33 (s, 3H), 
2.90-2.60 (m, 3H), 2.10-1.73 (m, 3H), 1.50-1.20 (m, 1H) 0 

10 mmm 2 6 

1- (4 -j-fflsT 5 y 7i=/l/*^*>f^) -2, 3, 4, 5-ff7 
fc Kb - 1 H- 1 --<yXTftV 
^ttM2 (2 11mg) ON, N-^f^A7 

5 K (2ml) M:^2-^#:/h« (6 l m 1 ) *5«ttf*g&ffc!J?-£ 
15 A - limm (74mg) fcAP*., jg£&£gfiT'3l$ffl&#Lfc 0 S« 

( 8 3 m g ) £#fc 0 
20 TLC : Rf 0.33 (n-^fy : ftixf/i/= l ; l) ; 

NMR (CDCI3) : 5 7.33-7.24 (tn, 4H), 7.13-7.06 (m, 2H), 6.55-6.49 (m, 2H), 5.98 
(bs, 1H), 4.78-4.55 (m, 1H), 3.65-3.42 (m, 1H), 2.93-2.50 (m, 6H), 2.12-1.73 (m, 3H), 
1.50-1.20 (m, 1H) C 

25 2 7 

»12 (7) TfSIJSLfcfc^tt (6 2 9mg) (Dh/^y (5ml) 
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mm^r~y-^ a.smi) fcio'^y^-^p^F a.imi) 
u mmi^-t- h y ^A-eMSi ufc„ y * 

5 7 A^vh^77^ : ftBfta:^= 3 : 2) Tlti^ 

» (H«l«2 7 (a) : 2 9 5mg, »J2 7 (b) : 8 7 m g ) £#7t 0 
M27 (a) 

10 4- (4-tF*P^V7i^/l'^/l') -5, 6, 7, 8-Th7t 
Kn-4H-fx; [2, 3-f] 

TLC:Rf 0.38 (n-AHy:tt^-l : D ; 
NMR (CDC1 3 ) : 8 7. 14-7.04 (m, 3H), 6.97 (d, J= 5.1 Hz, 1H), 6.72-6.65 (m, 2H), 
6.35 (bs, 1H), 5.77 (s, 1H), 4.00-3.35 (b, 2H), 2.90-2.80 (m, 2H), 1.99-1.89 (m, 2H), 
15 1.78-1.60 (m,2H) 0 

M2 7 (b) 

4- ( 3 -^y^/l/- 4 - 1 Kn ^^71^/^^^ /l/) -5, 6, 7, 
8-fb7tKn-4H-fxy [2, 3-f]Tift°^ 
20 TLC : Rf 0.58 (n-^fy : ftlxf /V- 1 : 1) ; 

NMR (CDCI3) : 5 7.30-7.10 (m, 5H), 7.10-7.02 (m, 3H), 6.96 (d, J = 5.4 Hz, 1H), 
6.66 (d, J = 8.4 Hz, 1H), 6.32 (bs, 1H), 5.05 (s, 1H), 4.0-3.4 (b, 2H), 3.93 (s, 2H), 
2.88-2.80 (m, 2H), 1.98-1.88 (m, 2H), 1.76-1.63 (m, 2H)„ 

25 WJ2 7 (1) 

1- (4-t Kn^r->-2--bo7x^/W^^/U) -2, 3, 4, 
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5-rh7tKo-iH-i -^yXrft'y 

5 TLC:Rf 0.37 (n-^W ^=3 : 2) ; 

NMR (CDC1 3 ) : 6 9.18 (bs, 1H), 8.35 (d, J = 9.3 Hz, 1H), 7.51 (d, J = 3.0 Hz, 1H), 
7.38-7.28 (m, 4H), 7.09 (dd, J = 9.3 Hz, 3.0 Hz, 1H), 6.70-6.58 (m, 1H), 4.67-4.52 (m, 
1H), 2.93-2.67 (m, 3H), 2.10-1.85 (m, 3H), 1.50-1.30 (m, 1H) D 

10 3WJ2 8 (1) ~»J2 8 (15) 
WJ2 8 (1) 

15 N- (4-^*'>n^>7x^) -7-^^-2, 3, 4, 5 — T 
hytKP-lH-1 -^^XTiff^- 1 -*^V7 5 K 
TLC : R f 0.24 (n-'^MM' : g^^fvl^ 4 : 1 ; 
NMR(CDC1 3 ) : 6 7.23-7.06 (m, 5H), 6.94-6.89 (m, 2H), 6.13 (s, 1H), 5.10 (s, 2H), 
4.76-4.57 (br, 1H), 3.45 (s, 3H), 2.92-2.52 (br, 3H), 2.37 (s, 3H), 2.10-1.70 (br, 3H), 

20 1.50-1.21 (br, lH)o 

WJ2 8 (2) 

N _ {A-^sVtvjr^-yy *.=.;v) -5- ( t --f s fj\'V'* J-^sV frir 
dr^) -2, 3, 4, 5 -f b 7 1 Kd - 1 H - 1 —<yX7if tV- 1 - 
25 *;^>i/7^ K 

T L C : R f 0.43 (n -^-fy : @»^/W= 3 : 1 ) 0 
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»J2 8 (3) 

N— (4-^y-J;vJr-*i>'7 )\A -8-7/u*a-2, 3, 4, 5 — T" 
!>7tKD-lH-l -^yXrf fy- l -*^^>r5 K 
5 TLC : R f 0.25 (n-^tV : ^^=3 : 1) ; 

NMR(CDC1 3 ) : 5 7.44-7.25 (m, 6H), 7.24-7.17 (m, 2H), 7.07-6.95 (m, 2H), 6.91- 
6.84 (m, 2H), 6.04 (brs, 1H), 5.02 (s, 2H), 4.90-4.29 (m, 1H), 2.97-2.41 (m, 3H), 
2.19-1.70 (m, 3H), 1.65-1.19 (m, 1H) 0 

10 WJ2 8 (4) 

N- x.~/V) -9-^^/V—2, 3, 4, 5-xh 

7t FP-lH-l-^^XTift Q y-l-^^#>i/T5 K 
T L C : R f 0.30 (n : #Bft:r?v>= 4:1) ; 

NMR(CDC1 3 ) : 8 7.42-7.27 (m, 5H), 7.21-7.12 (m, 5H), 6.88-6.83 (m, 2H), 5.91 (s, 

15 1H), 5.01 (s, 2H), 4.65 (m, 1H), 2.87 (m, 1H), 2.73-2.57 (m, 2H), 2.28 (s, 3H), 2.14- 
1.96 (m, 2H), 1.77 (m, 1H), 1.35 (m, 1H) C 

»I2 8 (5) 

N _ (4-s<y^/u^-*is7^~/U) -6-/^/U-2, 3, 4, 5-ff 
20 7t Ko-lH-1 -^yXTftV- 1 -^/Wtfdrv-T ^ K 
T L C : R f 0.28 (n : gj=@&;t?yw= 4:1) ; 

NMR(CDC1 3 ): 5 7.42-7.27 (m, 5H), 7.23-7.12 (m, 5H), 6.88-6.83 (m, 2H), 6.12 (s, 
1H), 5.01 (s, 2H), 4.61 (d, J = 13.8 Hz, 1H), 2.99 (dd, J = 13.8, 6.0 Hz, 1H), 2.76-2.56 
(m, 2H), 2.39 (s, 3H), 2.08-1.96 (m, 2H), 1.74 (m, 1H), 1.30 (m, 1H) D 

25 

3MI2 8 (6) 
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(4-/ f^So* Y^r-yy^)V) -2, 3, 4, 5 — T 
Yy t Kn- 1 H- 1 -^yXTft'y- 1 -*;V?l?=3ri/7; K 
TLC:Rf 0.45 (n-^fy : S^xf/V= l : 1) ; 
NMR(CDC1 3 ): 5 8.20 (d, J = 2.4 Hz, 1H), 8.15 (dd, J = 8.1, 2.4 Hz, 1H), 7.51 (d, J 
5 = 8.1 Hz, 1H), 7.22-7.16 (m, 2H), 6.98-6.92 (m, 2H), 5.95 (brs, 1H), 5.12 (s, 2H), 
3.45 (s, 3H), 2.96-2 89 (m, 3H), 1.99-1.80 (m, 4H) D 

8 (7) 

7 -^i/'v^U^v'-N- (4-^>^t^y7i^l') -2, 3, 4, 
10 5-r h^t Kp- 1 H- 1 — <yX7ftV- 1 - ^;^>>/7 5 K 
TLC:Rf 0.18 (n-^fy : ^f/V=4 : 1) ; 
NMR(CDC1 3 ) : 8 1.37 (m, 1H), 1.91 (m, 3H), 2.73 (m, 3H), 4.64 (d, J = 15.11 Hz, 
1H), 5.01 (s, 2H), 5.08 (s, 2H), 6.11 (s, 1H), 6.87 (m, 4H), 7.20 (m, 3H), 7.36 (m, 
10H) o 

15 

»I2 8 (8) 

7-^^^/^^r^-N- (2-^ h^r->-4-^ h^v^ Y^s? zz^rV) 
-2, 3, 4, 5-7h7t KP-lH-l-^yX7flfy-l-^ 

^rv-T^ K 

20 TLC : R f 0.23 (n-^fy : Saif^=3 : 1) ; 

NMR(CDC1 3 ) : 8 1.39 (m, 1H), 1.88 (m, 3H), 2.75 (m, 3H), 3.46 (s, 3H), 3.57 (s, 
3H), 4.64 (d, J = 12.36 Hz, 1H), 5.10 (s, 4H), 6.48 (d, J = 2.75 Hz, 1H), 6.61 (dd, J = 
8.79, 2.75 Hz, 1H), 6.75 (s, 1H), 6.85 (dd, J = 8.65, 2.88 Hz, 1H), 6.93 (d, J = 2.75 Hz, 
1H), 7.21 (d, J = 8.52 Hz, 1H), 7.41 (m, 5H), 8.05 (d, J = 8.79 Hz, 1H) D 

25 

«#J2 8 (9) 
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N- (A-^si/jvlr^i/y iL^jv) -5- (t /i<* 
-2, 3, 4, 5-fh7tKn-lH-l-^yX7ft'y-l- 

TLCiRf 0.43 (n-^-V-y : g£$^^/U= 3 : 1) ; 
5 NMR(CDC1 3 ) : 6 7.78-7.70 (m, 1H), 7.46-7.25 (m, 8H), 7.22-7.11 (m, 2H), 6.91- 
6.82 (m, 2H), 6.06 (brs, 1H), 5.01 (s, 2H), 4.89-4.81 (m, 1H), 4.62-4.50 (m, 1H), 
2.70-2.57 (m, 1H), 2.16-1.98 (m, 2H), 1.74-1.47 (m, 2H), 0.91 (s, 9H), 0.07 (s, 6H) 0 

»2 8 (10) 

10 N— (4-^y c J;lsjr*x/7 zxl^j\s) -7 -7;VJrv-2, 3, 4, 5 -7" 

F7t Kp- i H— l -^yX/ft'y- l -#/U/F>i/T^ K 

TLC : R f 0.29 (n-^f-^ : |^ifejc^u=3 : i) ; 
NMR(CDC1 3 ) : 5 1.36 (m, 1H), 1.91 (m, 3H), 2.72 (m, 3H), 4.67 (m, 1H), 5.01 (s, 
2H), 6.01 (s, 1H), 6.87 (m, 2H), 6.96 (td, J = 8.24, 3.02 Hz, 1H), 7.03 (dd, J = 8.93, 
15 2.88 Hz, 1H), 7. 19 (m, 2H), 7.34 (m, 6H) D 

W2 8 (1 1) 

N- (4-/ b^isJ Y5r-yy^^)V) -5-/^^-2, 3-v^tFo- 

i h- i -^yxrfify- i $ K 

20 T L C : R f 0.36 ( n -^y-y : g^ggoifv!^ 2 : 1 ) „ 
f«J 2 8 (12) 

N- (4 -^>-v : /U^-dfv'y'^— /V) —e-y/U^-u-2, 3, 4, 5 — =f 
hyt Kn-iH- l -^yXTif t°y- l -#a^>^7 3: K 
25 TLC:Rf 0.35 (n-^drfy ; i^f;>=4 : 1) ; 

NMR(CDC1 3 ) : 8 1.34 (m, 1H), 1.95 (m, 3H), 2.85 (m, 3H), 4.65 (m, 1H), 6.27 (s, 
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1H), 7.30 (m, 5H), 8.00 (m, 2H) 0 

mmm 28 (13) 

5 -2, 3, 4, 5 -=f hy t Ko- 1 H- 1 — W- 1 

drv'T 5: K 

TLC:Rf 0.38 ( n -^-fr V : g^^/U= 2 : 1 ) ; 
NMR(CDC1 3 ) : 5 1.36 (m, 1H), 1.92 (m, 3H), 2.72 (m, 3H), 3.49 (s, 3H), 4.63 (d, J 
= 13.46 Hz, 1H), 5.09 (s, 2H), 5.12 (s, 2H), 6.17 (s, 1H), 6.79 (m, 1H), 6.86 (dd, J = 
10 8.52, 2.75 Hz, 1H), 6.93 (d, J = 3.02 Hz, 1H), 7.02 (t, J = 8.93 Hz, 1H), 7.18 (d, J = 
8.52 Hz, 1H), 7.38 (m, 6H) 0 

»2 8 (14) 

N— (2-^DOt°!Jv i y-5-Y^) -2, 3, 4, 5-rh7tKn- 
15 1H- 1 -^yX7f ey- 1 -^/Mf^r 5 K 

TLC:Rf 0.15 (n-^fy : ^xf^=5 : 1) ; 
NMR(CDC1 3 ) : 6 1.39 (m, 1H), 1.95 (m, 3H), 2.77 (m, 3H), 4.67 (m, 1H), 6.05 (s, 
1H), 6.74 (d, J = 9.07 Hz, 1H), 7.32 (m, 7H), 7.42 (m, 2H), 7.77 (dd, J = 8.93, 2.88 
Hz, 1H), 7.89 (d, J = 2.20 Hz, 1H)„ 

20 

l»J 2 8 (15) 

N- U-^yvvM-dr-^^-^) -2, 3-^tKn7t'a [l— <y 
XTift^-4, 2' - [1, 3] Wy7y] -1 (5H) -%JVi$* 
*sT % K 

25 TLC : R f 0.35 (n-^dp-f-y :BS6^^=1 : 1) ; 

NMR(CDC1 3 ) : 6 1.82 (m, 1H), 2.34 (m, 1H), 3.04 (m, 3H), 3.94 (m, 4H), 4.59 (m, 
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1H), 5.02 (s, 2H), 6.17 (s, 1H), 6.87 (m, 2H), 7.20 (m, 2H), 7.35 (m, 9H) 0 
mmM2 9(1) 9 (2 6) 

2 9(1) 

N-7i^- 6 -**J-)V- 2, 3, 4, 5-fh7tKP-lH-l-^ 
yXT^t t°V- 1 -#/u*>-yT5 K 
10 TLC:Rf 0.46 (n -^MJ-y : §M^?vU= 4 : 1 ) ; 

NMR(CDC1 3 ) : 5 7.32-7.11 (m, 7H), 6.97 (m, 1H), 6.26 (s, 1H), 4.63 (d, J = 14.1 
Hz, IH), 3.00 (dd, J = 14.1, 6.0 Hz, 1H), 2.77-2.56 (m, 2H), 2.39 (s, 3H), 2.09-1.95 
(m, 2H), 1.75 (m, 1H), 1.30 (m, 1H) 0 

15 HWJ2 9 (2) 

7-7^n-N-7^^^-2, 3, 4, 5 -x h 7 t Kb - 1 H- 1 - 

^y^Tif^y- l-^/^vr^ K 

TLC:Rf 0.32 ( n -^^^ : f^^^/k= 5 : 1 ) ; 
NMR(CDC1 3 ) : 5 1.40 (m, 1H), 1.92 (m, 3H), 2.72 (m, 3H), 4.66 (s, 1H), 6.15 (s, 
20 1H), 7.00 (m, 3H), 7.28 (m, 5H) 0 

»J2 9 (3) 

6-7/^n-N-7i^-2, 3, 4, 5 —*r h y t Ko - 1 H- 1 - 
-<^XTif try- 1 -*;^>^T^ K 
25 TLC:Rf 0.41 (n -^*^V : ;V= 4 : 1 ) ; 

NMR(CDC1 3 ) : 8 1.34 (m, 1H), 1.95 (m, 3H), 2.59 (m, 2H), 3.23 (m, 1H), 4.70 (m, 
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1H), 6.22 (s, 1H), 7.04 (m, 3H), 7.27 (m, 5H)„ 

«M2 9 (4) 

7-^fp-N-7x^-2, 3, 4, 5 — r h7 t Ko- 1 H- 1 
5 >X7ft'y- 1 -*>\s$*i/T 5 K 

TLC:Rf 0.42 (g^J^vl^ : n -^MJ-^= 1 : 2 ) ; 
NMR (CDC1 3 ) : 6 1.75 (s, 2H), 1.91 (m, 2H), 2.93 (m, 2H), 3.72 (m, 2H), 6.07 (s, 
1H), 7.04 (m, 1H), 7.29 (m, 4H), 7.49 (d, J = 8.52 Hz, 1H), 8.16 (dd, J = 8.52, 2.75 
Hz, 1H), 8.23 (d, J - 2.47 Hz, 1H) 0 

10 

»I2 9 (5) 

(4-7^tn^y^) - 2, 3, 4, 5 -7" h 7 fc 

Kn-1H-1 -^yxr^ify- 1 -#/ml?3f~>T 5 K 
TLC:Rf 0.29 ( n -^M^ : m^^= 3 : 1 ) ; 
15 NMR (DMSO-d 6 ) : 5 1.58 (m, 2H), 1.72 (m, 2H), 2.67 (m, 2H), 3.50 (m, 2H), 
4.22 (d, J = 5.77 Hz, 2H), 6.07 (m, 1H), 6.99 (m, 4H), 7.27 (m, 3H) 0 

9 (6) 

N—Ov 5 ^- 8 -~7)Viru- 2, 3, 4, 5-f h7tKn-lH-l- 
20 ^yXT-Vt'y- 1 -#^Jj?3rW$ F 

TLC:Rf 0.74 (n -^^y : f»n?vk= 2 : 1 ) ; 

NMR (DMSO-de) : 5 1.59 (m, 2H), 1.73 (m, 2H), 2.69 (m, 2H), 3.52 (m, 2H), 

4.26 (d, J = 5.77 Hz, 2H), 6.06 (m, 1H), 6.98 (m, 2H), 7.24 (m, 6H) 0 

25 »J2 9 (7) 

N-^y-^- 2, 3, 4, 5-r h7t Kn-1H-1- 
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TLC:Rf 0.29 (n-^f-^ : SMft^A'=2 : 1) ; 
NMR (DMSO-d 6 ) : 8 1.58 (m, 2H), 1.72 (m, 2H), 2.69 (m, 2H), 3.48 (m, 2H), 
4.22 (d, J = 6.04 Hz, 2H), 5.90 (m, 1H), 6.99 (td, J = 8.52, 3.02 Hz, 1H), 7.09 (dd, J = 
5 9.48, 3. 16 Hz, 1H), 7.24 (m, 6H) Q 

»2 9 (8) 

(A-y;^u^<^i/;V) -2, 3, 4, 5-fh7t 
Kp- 1 H- 1 -^^XT-^fy- 1 -*^i/75 K 
10 TLC:Rf 0.23 (n -^^f-^ : Bfflfci^/U= 2 : 1 ) ; 

NMR (DMSO-d 6 ) : 5 1.61 (m, 2H), 1.71 (m, 2H), 2.67 (m, 2H), 3.47 (m, 2H), 
4. 19 (d, J = 6.32 Hz, 2H), 5.96 (m, 1H), 7.11 (m, 7H) 0 

mmm 29 o) 

15 n- (i-^y^t'^y -2, 3, 4, 5 -f h 7 1 K 

d-ih-1 -^yM^y- 1 -*^^7 5 K 

TLC:Rf 0.33 (fift^f : ^^/-^=1 9 : 1) ; 

NMR (CDCI3) : 6 1.25 (m, 3H), 2.04 (m, 7H), 2.69 (m, 5H), 3.43 (s, 2H), 3.68 (m, 

1H), 4.08 (d, J = 8.24 Hz, 1H), 4.57 (m, 1H), 7.21 (m, 9H)„ 

20 

mmi 9(10) 

7-7/^P-N- [4- (MJ7/^P^f^) -2, 3, 4, 

5— r h7k Kp - 1H- 1 -^yX7ft'y- l -*/V^V7^ K 
TLC:Rf 0.61 (n -^if V : g£$^5VU= 2 : 1 ) ; 
25 NMR (CDCI3) : 8 1.44 (m, 1H), 1.98 (m, 3H), 2.76 (m, 3H), 4.64 (m, 1H), 6.32 
(m, 1H), 7.00 (td, J = 8.24, 3.02 Hz, 1H), 7.06 (dd, J = 8.93, 2.88 Hz, 1H), 7.27 (dd, J 
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= 8.52, 5.22 Hz, 1H), 7.45 (m, 4H) D 

mmm 29 (id 

7 -7/VJrn-N- [4- (h!)7^tn^ h^V) -2, 3, 

5 4, 5 - f f 7 t Kn - 1 H- 1 --<yXTif tV- 1 - *;^^r^T ^ K 
TLC:Rf 0.73 ( n : ftBft^^= 2 : 1 ) ; 

NMR (CDC1 3 ) : 6 1.40 (m, 1H), 1.93 (m, 3H), 2.73 (m, 3H), 4.64 (m, 1H), 6.18 (s, 
1H), 6.99 (td, J = 8.24, 3.02 Hz, 1H), 7.05 (dd, J = 8.79, 3.02 Hz, 1H), 7.10 (m, 2H), 
7.27 (dd, J =8.93, 4.81 Hz, 1H), 7.32 (m, 2H)„ 

10 

mmi2 9 (12) 

N— [4- (v?7/^P^ -7-7/M"n-2, 3, 4, 

5-7h7t Kp-IH-1 -^i/XTif t°y- 1 5; K 

TLC:Rf 0.55 ( n --^f" ^ : g£g?:n?vu= 2 : 1 ) ; 
15 NMR (CDCI3) : 5 1.39 (m, 1H), 1.95 (m, 3H), 2.78 (m, 3H), 4.64 (m, 1H), 6.14 
(m, 1H), 6.41 (t, J = 74.31 Hz, 1H), 7.01 (m, 4H), 7.28 (m, 3H) 0 

H«2 9(13) 

N — [4- (^W^y) -7-7;^P-2, 3, 4, 5 

20 -7 h7k Kp-IH-1 -^^XTif t'y- 1 -*;^>i/7? K 
TLC:Rf 0.50 ( n -^^^ : @£i^cfvU= 1 : 1 ) ; 
NMR(CDC1 3 ) : 8 1.45 (m, 1H), 2.01 (m, 3H), 2.83 (m, 3H), 2.87 (s, 6H), 4.66 (m, 
1H), 5.93 (m, 1H), 6.66 (m, 2H), 6.96 (td, J = 8.24, 3.02 Hz, 1H), 7.02 (dd, J = 8.79, 
3.02 Hz, 1H), 7. 14 (m, 2H), 7.28 (dd, J = 8.52, 5.22 Hz, 1H) E 

25 

»J2 9 (14) 
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9 -zfn^e- 7 — ff-fr— }<i-y^=-;V- 2, 3, 4, 5-f F7t Ko- 

i h— i -^yxrft^y- i -^/ms^t s K 

TLC : R f 0.49 (n-^tV :»SJxf^=3 : 1) ; 
NMR(CDC1 3 ) : 5 7.38 (m, 1H), 7.33-7.20 (m, 4H), 7.06 (m, 1H), 7.00 (m, 1H), 6.01 
5 (s, 1H), 4.63 (m, 1H), 2.89 (m, 1H), 2.73-2.57 (m, 2H), 2.36 (s, 3H), 2.13-1.97 (m, 
2H), 1.78 (m, 1H), 1.32 (m, 1H) 0 

WJ2 9(15) 

(4-=M7i^) -2, 3, 4, 5~rh7tKo 

io - 1 h- i -^yxr-tftfy- 1 -tfyUff^WS K 

T L C : R f 0.35 ( n -^MJ-^ : 0m^^= 4:1) ; 

NMR(CDC1 3 ) : 6 1.39 (m, 1H), 1.93 (m, 3H), 2.39 (s, 3H), 2.76 (m, 3H), 4.66 (d, J 

= 13.46 Hz, 1H), 6.63 (s, 1H), 7.13 (m, 3H), 7.46 (m, 2H), 8.11 (m, 2H) 0 

15 &%01J 2 9 (16) 

(4-=bn7x=/U) -2, 3, 4, 5-7l>7tK 

p — i h— i -^yxr-e'tv- i -77/^>->-r ? K 

TLC : R f 0.19 (n -<^*Vs : @^^/W= 4 : 1 ) ; 
NMR(CDC1 3 ) : 5 1.39 (m, 1H), 1.94 (m, 3H), 2.74 (m, 3H), 3.86 (s, 3H), 4.64 (m, 
20 1H), 6.63 (s, 1H), 6.82 (m, 1H), 6.87 (d, J = 2.75 Hz, 1H), 7.20 (d, J = 8.24 Hz, 1H), 
7.47 (m,2H), 8.12(m,2H) 0 

mmw2 9(17) 

7 -^y^t^y-N- (4-^F07x^;V) -2, 3, 4, 

25 y t Kd - l H- l -^yX7f t°y- l -JjAs-ft^i/T 5 K 
TLC: Rf 0.49 ( n — 3^>- : W^f-/l-= 2 : 1 ) ; 
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NMR(CDC1 3 ) : 5 1.39 (m, 1H), 1.94 (m, 3H), 2.74 (m, 3H), 4.64 (d, J = 13.46 Hz, 
1H), 5.10 (s, 2H), 6.63 (s, 1H), 6.89 (dd, J = 8.52, 3.02 Hz, 1H), 6.96 (d, J = 3.02 Hz, 
1H) ; 7.20 (d, J = 8.52 Hz, 1H), 7.41 (m, 7H), 8.12 (m, 2H) 0 

5 mmm 29 (is) 

N — zy*J;V-7 — 2, 3, 4, 5 -f Y 7 t K» - 1 H 
- 1 -^^XTif t°>-- 1 -#/M?^v'T^ K 
TLC : R f 0.39 (n-^t^ : ftlt^;V= 1:1) ; 
NMR(CDC1 3 ) : 8 1.26 (m, 1H), 1.79 (m, 1H), 2.01 (m, 2H), 2.70 (m, 3H), 4.39 (m, 
10 2H), 4.63 (m, 2H), 5.03 (s, 2H), 6.78 (dd, J = 8.65, 2.88 Hz, 1H), 6.86 (d, J = 2.75 Hz, 
1H), 7. 12 (d, J = 8.52 Hz, 1H), 7.32 (m, 10H) o 

«#j2 9 (1 9) 

7 -^yi>)Ujr3ri/-N- {A-y;V3rw<Vi?;V) -2, 3, 4, 5— r 

15 h7tKo-iH-l -^yxrf i -*^vr^ K 

TLC:Rf 0.44 (n-^fX iHSfeif^l : 1) ; 
NMR(CDC1 3 ) : 5 1.30 (m, 1H), 1.78 (m, 1H), 2.01 (m, 2H), 2.59 (m, 3H), 4.34 (m, 
2H), 4.62 (m, 2H), 5.03 (s, 2H), 6.78 (dd, J = 8.52, 3.02 Hz, 1H), 6.87 (d, J = 2.75 Hz, 
1H), 7.16 (m, 10H) o 

20 

HWJ2 9 (2 0) 

N-?^-^- 2, 3, 4, 5 -7 1 hy t Kp- 1 H- 1 -^^XTif 

TLC ; Rf 0.46 (n-^fy : S^xf : 1) ; 
25 NMR(CDC1 3 ) : 8 1.41 (m, 1H), 1.84 (m, 1H), 2.05 (m, 1H), 2.34 (m, 1H), 2.80 (m, 
2H), 3.04 (tn, 1H), 5.44 (m, 1H), 6.94 (m, 1H), 7.28 (m, 9H) C 
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»|2 9 (2 1) 

N-^/U-2, 3, 4, 5-Tf7t Kn-lH-l-^yX7f t°y- 

5 TLC:Rf 0.38 (n-^fy : »xf/V=3 : 1) ; 

NMR(CDC1 3 ) : 8 1.38 (m, 1H), 1.79 (m, 1H), 2.00 (m, 1H), 2.27 (m, 1H), 2.67 (m, 
2H), 2.93 (m, 1H), 3.05 (d, J = 4.58 Hz, 3H), 5.35 (m, 2H), 7.17 (m, 1H), 7.28 (m, 
3H) 0 

io mmm2 9 (2 2) 

N- (4 n P^^vvu) -2, 3, 4, 5-fh7t Ko-lH-1- 
xy/rftV- 1 -UfriRttTX K 
TLC : R f 0.53 (n-^^i^^ : gt=$^=P/k= 3 : 1) ; 
NMR(CDC1 3 ) : 5 1.40 (m, 1H), 1.82 (m, 1H), 2.03 (m, 1H), 2.30 (m, 1H), 2.70 (m, 
15 2H), 2.98 (m, 1H), 4.81 (m, 2H), 5.38 (m, 1H), 5.62 (m, 1H), 7.23 (m, 8H) 0 

mmm 29 (23) 

N- (4-^ b^^y^V) -2, 3, 4, 5-ff7tK0-lH-l 
— iyXTftV- 1 -TJ/W-tf^T^ K 
20 TLC:Rf 0.36 (n -^*f-y ; tfm^A,= 3 : 1 ) ; 

NMR(CDC1 3 ) : 5 1.40 (m, 1H), 1.82 (m, 1H), 2.05 (m, 1H), 2.28 (m, 1H), 2.70 (m, 
2H), 2.97 (m, 1H), 3.77 (s, 3H), 4.76 (m, 2H), 5.38 (m, 1H), 5.56 (m, 1H), 6.81 (m, 
2H), 7.21 (m, 6H) 0 

25 «#ij2 9 (2 4) 

N- i?>-5-4;U) -2, 3, 4, 5-rf7 
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tKo-lH-1 -^<y^7f tV- 1 -#/u#>v'T 3; K 
TLC : Rf 0.16 (n-^W :ISt*f^=4 : 1) ; 
NMR(CDC1 3 ) : 8 1.39 (m, 1H), 1.95 (m, 3H), 2.77 (m, 3H), 4.67 (m, 1H), 5.31 (s, 
2H), 6.05 (s, 1H), 6.74 (d, J = 9.07 Hz, 1H), 7.32 (m, 7H), 7.42 (m, 2H), 7.77 (dd, J = 
5 8.93, 2.88 Hz, 1H), 7.89 (d, J = 2.20 Hz, 1H) D 

mmm29 (25) 

4- (2, 3, 4, 5-fh7kKo-lH-l-^yX7-^t°y-l-^ 

10 TLC : Rf 0.31 (n-^fy:ii^=l : 1) ; 

NMR(CDC1 3 ) : 6 1.63 (s, 1H), 1.97 (m, 3H), 2.64 (m, 4H), 3.78 (m, 3H), 4.34 (m, 
2H), 4.55 (m, 1H), 4.60 (s, 2H), 6.82 (m, 2H), 7.20 (m, 6H) 0 

mMM2 9 (2 6) 
15 N- (1 2 -^y- 1 , 2-v=t Kn h'JJ v>y- 5 

2, 3, 4, 5-fh7t Ko-iH-i-^yX/f tv-i 

TLC : R f 0.34 (J $ J —)V : WB.^^= 1 : 9) „ 

20 mmm 3 0 

7 -p« hdrv'-N- (4-^f;vr;/7s^) -2, 3, 4, 5-f 
7t Ko - 1 H— 1 —<yXTl2 \fV- 1 -^/Vtf^v'T 5 K 

m%-t%4k&m*%^x, mffi.M24-+mmM2 5-*mmm26x^n 

25 TLC;Rf 0.15 ( n -^-fy : f^^f-/U= 1 : 1 ) ; 

NMR (CDC1 3 ) : 5 7.21 (d, J = 8.7 Hz, 1H), 7.13-7.08 (m, 2H), 6.83 (d, J = 3.0 Hz, 
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1H), 6.77 (dd, J = 8.7, 3.0 Hz, 1H), 6.55-6.49 (m, 2H), 6.01 (s, 1H), 4.64 (m, 1H), 
3.83 (s, 3H), 3.70-3.35 (br, 1H), 2.87-2.59 (m, 6H), 2.10-1.70 (br, 3H), 1.35 (m, 1H) 0 

»|3 1 (1) ~«M3 1 (2) 

5 iwji2 (5) vmmL-tti£&to(Dftt>y)im%'tz<K&y3&M^x& 
mmms 1 d) 

10 N- (4-t Kndp5/7o:=yU') -7-=hn-2, 3, 4, 
Kn- 1 H- 1 -^^XT-tefe^- 1 -tf/Wj^v'T 5 K 
TLC:Rf 0.30 (S^fife^/W : n -^^^= 1 : 1 ) ; 
NMR (DMSO-d 6 ) : 6 1.67 (m, 4H), 2.87 (m, 2H), 3.60 (m, 2H), 6.61 (m, 2H), 
7. 13 (m, 2H), 7.42 (d, J = 8.79 Hz, 1H), 7.96 (s, 1H), 8.05 (dd, J = 8.65, 2.88 Hz, 1H), 

15 8.23 (d, J = 2.75 Hz, 1H), 9.04 (s, 1H)„ 

£ttM3 1 (2) 

N- (4-fc Ko*'>7*^) -2, 3-^tKn-lH-l-^yXT 
•if \fy- 1 -*/Hj?*^r 5 K 
20 TLC : Rf 0.35 (B^fifc^/W : n-^f"V=l : l) ; 

NMR (CD 3 OD) : 5 2.63 (m, 2H), 3.74 (m, 2H), 6.03 (dt, J = 12.09, 4.12 Hz, 1H), 
6.48 (dt, J = 12.29, 2.09 Hz, 1H), 6.67 (m, 2H), 7.07 (m, 2H), 7.31 (m, 4H) D 

2 1 

25 2, 3, 4, 5 -9- hy t Kn- 1 H- 1 -^yX/ftV- 1 -#/v?J?n 
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hy**sfy (5.93 g) of h7t KP77y (eomi) tK^t 

XI, 3, 4, 5-fh7t Kn-lH-l-^yX7ft°y (5.89g) fci 
t/try v 5 ^ (9.7m 1 ) (Dff7tKP77y (6 0ml) ^f^lTU M 

ijfLfc, »aE«rn-^^^:»ift=^=9 : 1 (DU^m^ «t 13 SiNfii 
U #T©*te«W1-S«JB{b£» (6.77 g) £#fc„ 
TLC:Rf (n— : g»n?vU= 9 : 1) ; 

NMR(CDC1 3 ) : 5 1.40 (m, 1H), 1.84 (m, 1H), 2.06 (m, 2H), 2.83 (m, 3H), 4.46 (m, 
10 1H), 7.26 (m, 4H) D 

«$|3 2 

N- U-yyl^n^O'vvU) -2, 3, 4, 5-7f 7t Kn-lH-1 
— <yX7f tfy- 1 - j&yv^VT^ K 
15 #%0i|2 lTfKJ&Utffr&tt (10 8mg) ©Tf7tKP77V (2.5m 
1) ^^-^/l^n^S^T^ (I9 6mg) M*., jg-a-fe*^ 

a-e i stK mw Liz. m&m&mz 1 n*»*jd^, n^^-etttrj L/t. 

*^7^B7h^77^- (n-^driT-^ : «^^/U= 2 : 1) ~C 
20 fSUtU &TroW4te£#^5#38Wfc£0!J (I5 2mg) &#fc 0 
TLC:Rf 0.29 ( n -^-fy : HSfctfvl^ 2 : 1 ) ; 
NMR (CDC1 3 ) : 5 7.28-7.15 (m, 6H), 7.01-6.93 (m, 2H), 4.78-4.50 (br, 2H), 4.34 
(bs, 2H), 2.85-2.50 (br, 3H), 2.10-1.70 (br, 3H), 1.50-1.15 (br, 1H) 0 

25 IW3 2 (1) ~»J3 2 (1 6 2) 
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mmm 32(1) 

N— (4-7< h^rv-^^v 5 ^) -2, 3, 4, 5-f h7t Kp-IH-1 

TLC:Rf 0.23 ( n -^f-y : ^a:f-/U= 2 : 1 ) ; 

NMR (CDCI 3 ) : 5 7.25-7.12 (m, 6^0,6.84-6.79^,21^,4.80-4.52 05^211), 4.32 

(bs, 2H), 3.77 (s, 3H), 2.90-2.55 (br, 3H), 2.15-1.70 (br, 3H), 1.50-1.20 (br, 1H) 0 

10 III 3 2(2) 

N- [2- (3-^^7^^7U) T^y] -2, 3, 4, 

5-fh7t Kp- 1 H- 1 — <^XTif fc°y- 1 -i7/U^>v^T $ K 
TLC:Rf 0.41 ( n — : ^m^/v= 2 : 1 ) ; 

NMR (CDCI3) : 5 7.25-7.04 (m, 5H), 6.50-6.46 (m, 3H), 4.75-4.40 (br, 2H), 

15 3.35-3.24 (m, 6H), 2.80-2.50 (br, 3H), 2.27 (s, 3H), 2.10-1.70 (br, 3H), 1.46-1.20 (br, 
1H), 1.06 (t, J = 7.2 Hz, 3H) 0 

M3 2 (3) 

N-v^ P^:/^vl— 2, 3, 4, 5-f F7t Ko- 1H - 1 -^<yX7 

20 if try- 1 -^/vt^^r^ k 

TLC:Rf 0.32 (n -^^rf-^ : g^^fvU= 3 : 1 ) ; 

NMR (CDCI3) : 6 7.28-7.16 (m, 4H), 4.85-4.35 (br, 1H), 4.15 (d, J = 7.8 Hz, 1H), 

3.83 (m, 1H), 2.84-2.40 (br, 3H), 2.10-1.70 (br, 5H), 1.56-1.26 (m, 11H) 0 

25 W3 2 (4) 

N-v^ P^^vU- 2, 3, 4, 5-ff7tKD-lH-l-^yX7 
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TLC:Rf 0.35 (n-^fy : ^if/V=3 : 1) ; 

NMR (CDClj) : 5 7.28-7.15 (m, 4H), 4.80-4.40 (br, 1H), 4.15 (d, J = 8.1 Hz, 1H), 

3.87 (m, 1H), 2.85-2.40 (br, 3H), 2.06-1.68 (br, 6H), 1.60-1.24 (br, 12H) D 

5 

HJSM 3 2(5) 

N— (4- t -•75-/Wi.y&A') -2, 3, 4, 5-7f7tKP-lH- 
1 — <^X7f t°>- 1 - */Usj?^^T ? K 
TLC:Rf 0.45 ( n — *V > : gj&^/U= 2 : 1 ) ; 
10 NMR (CDC1 3 ) : 8 7.33-7.29 (m, 2H), 7.25-7.12 (m, 6H), 4.80-4.50 (br, 2H), 4.37 
(d, J = 5.7 Hz, 2H), 2.90-2.50 (br, 3H), 2.15-1.70 (br, 3H), 1.36-1.22 (m, 10H) o 

WJ3 2 (6) 

N- (4-tFP=Jri/^) -2, 3, 4, 5 -r h 7 t Kn - 1 H- 1 
15 --<yX7ft'y- 1 -*^#i/r? K 

T L C : R f 0.47 a o afc/i/A : ^ ^ / — >U= 9:1) ; 

NMR (CDCI3) : 5 7.28-7.17 (m, 4H), 4.90-4.20 (br, 2H), 3.63 (t, J = 6.0 Hz, 2H), 

3.34-3.04 (br, 2H), 2.86-2.40 (br, 3H), 2.18-1.66 (br, 4H), 1.58-1.28 (m, 5H) 0 

20 HffifflS 2 (7) 

n- (2, 6 -v 5 ^ h^v-ey v 5 ^- 3— r^) -2, 3, 4, 5-7^7 

t Kb- 1H- 1 — s^XXift'^- l-*A/#*i/75 F 
TLC:Rf 0.38 ( n : g^a^/l^ 3 : 1 ) ; 

NMR (CDCI3) : 6 8.30 (d, J = 8.7 Hz, 1H), 7.34-7.27 (m, 4H), 6.48 (s, 1H), 6.27 
25 (d, J = 8.7 Hz, 1H), 4.85-4.50 (br, 1H), 3.83 (s, 3H), 3.76 (s, 3H), 3.00-2.50 (br, 3H), 
2.20-1.70 (br, 3H), 1.54-1.24 (br, 1H) D 
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mmms2 (8) 

N- [2- [>?VP 7;7] -8-7/1^ 

n-2, 3, 4, 5 - f h 7 t Ko - 1 H- 1 -^yXjf If y- 1 - 
5 #>v-T5 K 

TLC:Rf 0.69 ( n : g£$P^/U= 2 : 1 ) ; 

NMR (DMS0-d 6 ) : 8 1.06 (t, J = 7.00 Hz, 3H), 1.56 (m, 2H), 1.71 (m, 2H), 2.22 
(s, 3H), 2.64 (m, 2H), 3.24 (m, 6H), 3.48 (m, 2H), 5.57 (m, 1H), 6.39 (d, J = 7.42 Hz, 
1H), 6.53 (m, 2H), 6.88 (m, 2H), 6.98 (m, 1H), 7.26 (dd, J = 8.24, 6.59 Hz, 1H) 0 

10 

mM3 2 (9) 

N— [2- {y^z=.;v) r^y] ^/k] -2, 3, 4, 5-fF 

7t Kp-IH-1 -^XT-t? t 0 ^- 1 -tf/M^v'T^ K 
TLC:RI 0.34 ( n -^f-y : «rc^/U= 2 : 1 ) ; 
15 NMR (CDC1 3 ) : 5 1.07 (t, J = 7.14 Hz, 3H), 1.30 (m, 1H), 1.89 (m, 3H), 2.68 (m, 
3H), 3.31 (m, 6H), 4.53 (m, 2H), 6.65 (ra, 3H), 7.16 (m, 6H) 0 

IIM3 2 (10) 

N- (2-7^!J/if^) -2, 3, 4, 5-7f7tKo-lH-l- 
20 ^yX7f tV- 1 -tf/l'^v'T^ K 

TLC;Rf 0.18 ( n — : f^^?vk= 2 : 1 ) ; 

NMR (CDC1 3 ) : 5 1.33 (m, 1H), 1.86 (m, 3H), 2.67 (m, 3H), 3.19 (t, J = 5.77 Hz, 

2H), 3.40 (m, 2H), 4.17 (s, 1H), 4.53 (m, 2H), 6.62 (m, 3H), 7.17 (m, 6H) 0 

25 l«J 3 2 (11) 

N- [3- {7 *.=-)V) T^y] -/DtVv] -2, 3, 4, 5 -X 
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h7t Kp - 1 H - 1 -^y/7f tV- 1 -*/^^r^7 ^ K 
TLC:Rf 0.19 (n -^^y : Sfflft^c^= 2 : 1 ) ; 
NMR (CDC1 3 ) : 5 1.32 (m, 1H), 1.71 (m, 5H), 2.74 (m, 6H), 3.25 (m, 4H), 4.46 
(m, 2H), 6.64 (m, 3H), 7.19 (m, 6H) 0 

5 

Wi3 2(12) 

N- [2- Hy^r?/) ^fvl'] -2, 3, 4, 5-fh7tKD- 

1 h - 1 -^yxrfi^y- 1 -%Asi£*i/T 5 K 

TLC:Rf 0.51 (M^ f- : 7 * 7 — /U= 9 : 1 ) ; 
10 NMR (CDCI3) : 5 1.33 (m, 1H), 1.94 (m, 3H), 2.68 (m, 5H), 3.30 (m, 2H), 3.71 (s, 
2H), 4.72 (m, 2H), 7.24 (m, 9H) 0 

£J60iJ 3 2 (13) 

N- [2- C^^yV (7^=/U) 7 5/] rc^/k] -2, 3, 4, 5-Th 
15 7t Ko-lH-1 -^^XTift 0 ^- 1 -^7^>->T$ K 
TLC:Rf 0.48 (n -^-f V : Sfflfctfvl^ 1 : 1 ) ; 
NMR (CDCI3) : 5 1.32 (m, 1H), 1.85 (m, 3H), 2.68 (m, 3H), 2.87 (s, 3H), 3.41 (m, 
4H), 4.47 (m, 2H), 6.67 (m, 3H), 7.14 (m, 6H) D 

20 5U60IJ3 2(14) 

N- [2- (3-^Wi=^r 5 /) ^^vu] -2, 3, 4, 5-rh 
7t Kn-iH- l-^yX7^^y-l-*^^T5 K 
TLC:Rf 0.42 (n -^*-f> : &&x.<7-fl,= 1 : 1 ) ; 
NMR (CDCI3) : 5 1.34 (m, 1H), 1.89 (m, 3H), 2.25 (s, 3H), 2.68 (s, 3H), 3.18 (t, J 

25 = 5.63 Hz, 2H), 3.40 (s, 2H), 4.10 (s, 1H), 4.52 (m, 2H), 6.45 (m, 3H), 7. 14 (m, 5H) 0 
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mMW3 2(15) 

N— { 2 — l^fV (z-t^-jvy 75/] -7-:7/M- 
p-2, 3, 4, 5 - f b7 1 Fo - 1 H- 1 -^yXTf k'y- 1 
*>v-T 5 K 

5 TLC:Rf 0.47 ( n -^^^^ : |^^^/V= 1 : 1 ) ; 

NMR (CDC1 3 ) : 8 1.06 (t, J = 7.00 Hz, 3H), 1.27 (m, 1H), 1.84 (m, 3H), 2.28 (s, 
3H), 2.63 (m, 3H), 3.28 (q, J = 6.87 Hz, 2H), 3.37 (m, 4H), 4.49 (m, 2H), 6.48 (m, 
3H), 6.80 (td, J = 8.38, 3.02 Hz, 1H), 6.92 (dd, J = 8.93, 2.88 Hz, 1H), 6.98 (dd, J = 
8.52, 5.22 Hz, 1H), 7.07 (t, J = 7.97 Hz, 1H) 0 

10 

mmm 2 (1 e) 

7-7/^P-N- (5-t Kc^r^yf^) -2, 3, 4, 5-7^7 

t Fp-ih- i -^yxrft^y- 1 -*^^^7 5 K 

T L C : R f 0.44 (gESfcjcfyu) ; 
15 NMR (CDC1 3 ) : 8 1.40 (m, 8H), 1.80 (m, 3H), 2.69 (m, 3H), 3.18 (m, 2H), 3.62 (t, 
J = 6.46 Hz, 2H), 4.21 (m, 1H), 4.57 (m, 1H), 6.91 (td, J = 8.24, 3.02 Hz, 1H), 6.98 
(dd, J = 8.93, 2.88 Hz, 1H), 7. 16 (dd, J = 8.52, 5.22 Hz, 1H) D 

»J3 2 (17) 

20 1- (4-7i^t^7v ; >-l-^W/l't^) -2, 3, 4, 5- 
x h7 t Kn- l H- 1 -^yX7f t'y 
TLC:Rf 0.39 (n : ftgfcj:^= 2 : 1 ) ; 

NMR (CDC1 3 ) : 8 1.73 (m, 4H), 2.79 (m, 2H), 2.93 (m, 4H), 3.25 (m, 4H), 3.69 (s, 
2H), 6.83 (m, 3H), 7.14 (m, 6H) 0 

25 

«M3 2 (18) 
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N— { 3 — Ofvu T 5; /] kVu} -2, 3, 4, 5 -r 

h7t Kp- i h- i -^yxrf i -*^>^7 5 K 

TLC:Rf 0.33 ( n — : mk^^= 2 : 1 ) ; 

5 NMR (CDC1 3 ) : 8 1.08 (t, J = 7.14 Hz, 3H), 1.35 (m, 1H), 1.75 (m, 5H), 2.66 (m, 
3H), 3.24 (m, 6H), 4.35 (t, J = 5.22 Hz, 1H), 4.60 (s, 1H), 6.61 (m, 3H), 7.20 (m, 6H) 0 

TLC:Rf 0.42 ( n -^MJ-^ : g£^^= 1 : 1 ) ; 
NMR(CDC1 3 ) : 5 1.25 (m, 3H), 1.81 (m, 6H), 2.69 (m, 3H), 3.63 (m, 6H), 4.66 (m, 
10 2H), 7.27 (m, 4H), 7.51 (m, 3H), 7.71 (m, 2H) Q 

2 (19) 

N— (3-7i^75 J-fW)\<) -2, 3, 4, 5 -f h 7 t K n - 1 
H— 1 -^>-XTif 1 - *;^>i/7; K 
15 TLC:Rf 0.43 ( n --^f-^ : «^A-= 1 : 1 ) ; 

NMR (CDCI3) : 5 1.31 (m, 1H), 1.74 (m, 5H), 2.65 (m, 3H), 3.13 (t, J = 6.59 Hz, 
2H), 3.27 (m, 2H), 4.03 (s, 1H), 4.38 (t, J = 5.49 Hz, 1H), 4.60 (s, 1H), 6.57 (m, 2H), 
6.67 (m, 1H), 7.20 (m, 6H) 0 

20 mmm 32 (20) 

N-7^=/i^-l- (2, 3, 4, 5 —r h 7 t Kd - 1 H- 1 

if t°v- 1 — r/^/ujj?^) ^y^y-4-r$y 

TLC:Rf 0.46 ( n -^Mf^ : gjsgfcztfvl^ 2 : 1 ) ; 
NMR (CDCI3) : 5 1.12 (m, 2H), 1.75 (m, 6H), 2.71 (m, 4H), 3.31 (m, 2H), 3.61 
25 (m, 4H), 6.52 (m, 2H), 6.66 (m, 1H), 7.11 (m, 6H) D 
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mmm 32 (21) 

4- (2, 3, 4, 5 -r hy t Kb - 1 H- l -^yXr^ 1 --f 

T L C : R f 0.63 (M^/U) ; 
5 NMR (DMSO-de) : 5 1.62 (m, 2H), 1.73 (m, 2H), 2.71 (m, 2H), 3.50 (m, 2H), 
4.29 (d, J = 6.04 Hz, 2H), 5.82 (m, 1H), 7.23 (m, 6H), 7.86 (m, 2H) D 

WJ3 2 (2 2) 

N- (2-7^/^v^^W -2, 3, 4, 5-T h7t Kp-IH-1 
10 -^>XTif 1 -*^^7^ K 

TLC:Rf 0.16 ( n — *W : ftgtai^/U= 3 : 1 ) ; 
NMR (CDC1 3 ) : 5 1.30 (m, 1H), 1.83 (m, 3H), 2.63 (m, 3H), 3.56 (m, 2H), 4.00 (t, 
J = 5.08 Hz, 2H), 4.58 (s, 1H), 4.76 (t, J = 5.36 Hz, IH), 6.80 (m, 2H), 6.94 (m, 1H), 
7.21 (m, 6H) 0 

15 

H«J3 2 (2 3) 

N- (3-71=^0^) -2, 3, 4, 5 -T h7t Kp- 1 H- 1 

-^yxr-Si^y- 1 -*^'>r $ K 

TLC:Rf 0.24 (n-^W :S»xf/V=3 : 1) ; 
20 NMR (CDCI3) : 5 1.35 (m, 1H), 1.75 (m, 5H), 2.59 (m, 5H), 3.18 (m, 2H), 4.24 (t, 
J - 5.36 Hz, 1H), 4.60 (s, 1H), 7.19 (m, 9H) 0 

HWJ3 2 (2 4) 

N— (4-7i^7*f/l/) -2, 3, 4, 5 — r h 7 t Kp - 1 H- 1 - 
25 s<l/XT*&t°>— 1 — yfr/MSSri'T ^ K 

TLC:Rf 0.26 (n -^^f-^ : gflft:c^7U= 3 : 1 ) ; 
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NMR (CDCI3) : 5 1.49 (m, 5H), 1.86 (m, 3H), 2.61 (m, 5H), 3.18 (m, 2H), 4.21 (t, 
J = 5.49 Hz, 1H), 4.60 (s, 1H), 7.20 (m, 9H) 0 

H»J 3 2 (2 5) 

5 N- {Z-y^;*is-?n M';V) -2, 3, 4, 5 — r h 7 t Fa - 1 H- 
1 -^vXT-tftry- 1 -;&/M?*$/7 5 K 
TLC:Rf 0.28 (n -^Mf^ : #8^^= 2 : 1 ) ; 
NMR (CDCI3) : 8 1.38 (m, 1H), 1.87 (m, 5H), 2.65 (m, 3H), 3.39 (m, 2H), 3.95 (t, 
J = 6.04 Hz, 2H), 4.61 (m, 2H), 6.69 (m, 2H), 6.91 (m, 1H), 7.21 (m, 6H) 0 

10 

MM 3 2 (2 6) 

N- (2-^^^^-^^^^/^) -2, 3, 4, 5-fh7tKa-lH 
- 1 -^XTiffcV- 1 5 K 

TLC:Rf 0.26 (n -^f-^ : gtH^f /V= 2 : 1 ) ; 
15 NMR (CDCI3) : 8 1.36 (m, 1H), 1.89 (m, 3H), 2.68 (m, 3H), 3.47 (m, 4H), 4.42 (s, 
2H), 4.65 (m, 2H), 7.23 (m, 9H) a 

MM 3 2 (2 7) 

N- [2- (7x^) 7^/] ^fvU] -5, 6, 7, 8-7^h 

20 7t Ka-9H-t°)J K [2, 3-b] Tift*:/- 9- ^/M^v'T? F 
TLC:Rf 0.26 (n : ^ai^= 1 : 1 ) ; 

NMR (CDCI3) : 5 1.11 (t, J = 7.00 Hz, 3H), 1.73 (m, 2H), 1.91 (m, 2H), 2.75 (m, 
2H), 3.41 (m, 6H), 3.70 (s, 2H), 6.66 (m, 3H), 6.85 (s, 1H), 7.05 (dd, J = 7.55, 4.81 
Hz, 1H), 7.17 (m, 2H), 7.55 (dd, J = 7.55, 1.79 Hz, 1H), 8.16 (dd, J = 4.81, 1.79 Hz, 
25 1H) 0 
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mmm 32 (28) 

N- [3- i^;V 7^y] -fu\£)V\ -5, 6, 7, 8 -X 

hyt RP-9H-t°JJ K [2, 3-b] Tif t°^- 9 -^/wtf^v'T ^ K 
TLC:Rf 0.23 ( n -^-fy : &m^<?fr= 1 : 1 ) ; 
5 NMR (CDC1 3 ) : 8 1.10 (t, J = 7.14 Hz, 3H), 1.82 (m, 6H), 2.77 (m, 2H), 3.30 (m, 
6H), 3.70 (s, 2H), 6.62 (m, 3H), 6.78 (s, 1H), 7.12 (m, 3H), 7.57 (dd, J = 7.42, 1.92 
Hz, 1H), 8.22 (dd, J = 4.67, 1.92 Hz, 1H) 0 

mmms 2 (2 9) 

10 N— (cis-4-T=!J J f y^X2^i/)V) -2, 3, 4, 5-fI>7tKn 

- 1 H- 1 —<yXTHh°y- 1 -#/l^^i/T ^ K 
TLC:Rf 0.26 ( n -^-fy : &&t^;ls= 2 : 1 ) ; 

NMR (CDC1 3 ) : 5 1.38 (m, 5H), 1.73 (m, 7H), 2.70 (m, 3H), 3.42 (m, 2H), 3.82 
(m, 1H), 4.24 (d, J = 7.97 Hz, 1H), 4.60 (s, 1H), 6.54 (m, 2H), 6.65 (m, 1H), 7.20 (m, 
15 6H) 0 

WJ3 2 (3 0) 

N— (trans- 4 -T^U / i/$ xi^-yjV) -2, 3, 4, 5-rf7tKo 

- 1H- 1 -^yXTfify- l-*/^>^7 5 K 

20 TLC:Rf 0.18 ( n -^^y : 2 : 1 ) ; 

NMR (CDCI3) : 8 1.17 (m, 5H), 1.99 (m, 7H), 2.65 (m, 3H), 3.14 (m, 1H), 3.44 (s, 
1H), 3.68 (m, 1H), 4.06 (d, J - 7.97 Hz, 1H), 4.59 (s, 1H), 6.53 (d, J = 7.42 Hz, 2H), 
6.65 (t, J = 7 .28 Hz, 1H), 7.20 (m, 6H) C 



25 mmm 32 (31) 

N- {3- [ai^u (4-7;uto7i-/u) 7^;] yntVu} -2, 3, 
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4, 5-ff7tKn-lH-l -^yX7f tV- 1 -*;^^7? K 
TLC:Rf 0.44 (n : ffi|xf^= 1 : 1 ) ; 

NMR (CDC1 3 ) : 6 1.03 (t, J = 7.00 Hz, 3H), 1.25 (m, 1H), 1.66 (m, 2H), 1.93 (m, 
3H), 2.70 (m, 3H), 3.21 (m, 6H), 4.40 (m, 1H), 4.60 (m, 1H), 6.50 (m, 2H), 6.86 (m, 
5 ZH), 7.21 (m, 4H) 0 

WJ3 2 (3 2) 

N— ( 3 -^-/WO-fVu) -2, 3, 4, 5-fh7tKn-lH-l 
-^yXTftV- 1 -jy/^^-v'r^ K 
10 TLC:Rf 0.31 (n : BM^/^= 3 : 1 ) ; 

NMR (CDCI3) : 6 0.73 (t, J = 7.42 Hz, 3H), 1.52 (m, 4H), 1.85 (m, 4H), 2.34 (m, 
1H), 2.63 (m, 3H), 3.01 (s, 2H), 4.12 (m, 1H), 4.57 (s, 1H), 7.01 (d, J = 6.87 Hz, 2H), 
7.19(m,7H) 0 

15 HJSM3 2 (3 3) 

N- [3- O^/W (3-7/^P7i^) T^/] T'PtT/V] -2, 3, 
4, 5-T h7 k Kp - 1 H- 1 -^yXTf kV- 1 - */^^i/7-; K 
TLC:Rf 0.72 (n : RSfcr?vU= 1 : 1 ) ; 

NMR (CDCI3) : 5 1.09(t,J = 7.00Hz,3H), 1.30(m, 1H), 1.71 (m, 5H), 2.71 (m, 

20 3H), 3.24 (m, 6H), 4.32 (m, 1H), 4.59 (m, 1H), 6.28 (m, 3H), 7.07 (m, 1H), 7.23 (m, 
4H) D 

MM 3 2 (3 4) 

N- [3- l^As (2-7/^P7i^) T^y] 7"o^] -2, 3, 
25 4 , 5-fh7t Kn-lH-l-^yX7f t°y-l-*^#>y75 K 
TLC:Rf 0.55 (n : $m^?-A>= 1 : 1 ) ; 
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NMR (CDCI3) : 8 0.97 (t, J = 7.14 Hz, 3H), 1.32 (m, 1H), 1.63 (m, 2H), 1.86 (m, 
3H), 2.71 (m, 3H), 3.07 (m, 4H), 3.22 (q, J = 6.41 Hz, 2H), 4.42 (m, 1H), 4.61 (m, 
1H), 6.90 (m, 4H), 7.21 (m, 4H) 0 

5 «M3 2 (3 5) 

N- [3- (2, 3 — £?fc Ko- 1 H--Y ^ 1 ->r/^) ^PtVw] 

-2, 3, 4, 5-fh7t Kn-lH-l-^yX7f tV-l-^/^' 

TLC:Rf 0.23 ( n : %$$£^;V= 2 : 1 ) ; 

10 NMR (CDCI3) : 8 1.32 (s, 1H), 1.81 (m, 5H), 2.74 (m, 5H), 3.01 (m, 2H), 3.26 (m, 
4H), 4.59 (m, 2H), 6.32 (d, J = 7.69 Hz, 1H), 6.63 (t, J = 7.28 Hz, 1H), 7.11 (m, 6H) 0 

3 2 (3 6) 

N- [3- [-ry^nbVU C?^-^) X ^ / ] -2, 3, 4, 

15 Ka - 1 H - l --<yX7f k'y - l - }t7^dr^7 5 K 

TLC:Rf 0.30 ( n -^*^y : @^j^/W= 2 : 1 ) ; 
NMR (CDCI3) : 6 1.09 (d, J = 6.59 Hz, 6H), 1.31 (s, 1H), 1.69 (m, 5H), 2.60 (m, 
3H), 3.09 (m, 2H), 3.25 (q, J = 6.59 Hz, 2H), 3.91 (m, 1H), 4.37 (t, J = 5.49 Hz, 1H), 
4.60 (s, 1H), 6.66 (m, 3H), 7.21 (m, 6H) 0 

20 

H*6M3 2 (3 7) 

N- [2- (2, ^fvu] - 

2, 3, 4, 5 -f f 7 t K0 - 1 H - 1 -'OXTf tV- 1 - 
5 K 

25 TLC:Rf 0.25 ( n — V : @£g^^= 2 : 1 ) ; 

NMR (CDCI3) : 5 1.31 (s, 1H), 1.85 (m, 3H), 2.58 (m, 3H), 2.87 (t, J = 8.38 Hz, 
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2H), 3.13 (t, J = 6.04 Hz, 2H), 3.31 (m, 4H), 4.58 (m, 2H), 6.42 (d, J = 7.69 Hz, 1H), 
6.62 (m, 1H), 7.11(m, 6H) 0 

3 2 (3 8) 

5 N- (?>--Jy 3L=.JVT *;-?u\?)U) -2, 3, 4, 5-f h7tKP- 

i h- i -^yxrf ey- 1 -fi^^yr $ K 

TLC:Rf 0.37 ( n -^f- y : @^n^= 2 : 1 ) ; 

NMR (CDC1 3 ) : 5 1.32 (s, 1H), 1.80 (m, 5H), 2.60 (m, 3H), 3.24 (m, 2H), 3.68 (m, 

2H), 4.27 (t, J = 5.49 Hz, 1H), 4.59 (s, 1H), 6.90 (m, 6H), 7.20 (m, 8H) 0 

10 

»|3 2 (3 9) 

N- ( 1 -^^^yut^y -^^-4-^/^ -2, 3, 4, 5-ff7tK 
p - 1H- 1 -^XT-fe? tV- l-*;^»7^ K 
TLC ;Rf 0.27 ( n ^f-y : W^^/U= 2 : 1 ) ; 
15 NMR (CDCI3) : 5 1.34 (m, 3H), 1.91 (m, 5H), 2.80 (m, 5H), 3.50 (m, 2H), 3.83 
(m, 1H), 4.13 (d, J = 7.97 Hz, 1H), 4.60 (s, 1H), 6.81 (t, J = 7.28 Hz, 1H), 6.88 (d, J = 
7.97 Hz,2H), 7.21 (m, 6H) 0 

»J3 2 (4 0) 

20 N— (1 -y^^juif^V /vt^/v) -2, 3, 4, 5-7"h 

7t Fn - 1 H- 1 -^yX7f t'y- l -^/i/#>^7^; F 
TLC :Rf 0.34 ( n -^-fV : mk^^= 1 : 1 ) ; 
NMR (CDCI3) : 5 1.27 (m, 3H), 1.63 (m, 6H), 2.67 (m, 5H), 3.09 (m, 2H), 3.66 (d, 
J = 12.36 Hz, 2H), 4.35 (t, J = 5.63 Hz, 1H), 4.61 (s, 1H), 6.81 (t, J = 7.28 Hz, 1H), 

25 6.91 (d, J = 7.6 9 Hz, 2H), 7.24 (m, 6H) 0 
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mmm3 2 u n 

N— l^7V (4-7;M"P7 3L~Jl>) r^y^/feMf^] -2, 3, 

4, 5-ff7t Ko- 1 H- l -^<yX7f t 0 ^- l -jj/utf^i/T 5 K 
TLC:Rf 0.33 (ftlftai^ : n -^f"V= 1 : 1 ) ; 
5 NMR (CDC1 3 ) : 5 1.07 (t, J = 7.14 Hz, 3H), 1.35 (m, 1H), 1.90 (m, 3H), 2.70 (m, 
3H), 3.65 (m, 4H), 4.55 (m, 1H), 5.10 (t, J = 4.40 Hz, 1H), 7.21 (m, 8H) 0 

WI3 2 (4 2) 

N— {2- [ifA' (4-7;^P7i^) T$:y] ^)V\ -2, 3, 
10 4, 5 - f h 7 t Kp - 1 H - 1 --<yX7f t>- 1 - ^;^>^7 K 
TLCiRf 0.31 (BtSfcufvU : n -^f-V = 1 : 2) ; 
NMR (CDCI3) : 5 1.03 (t, J = 7.00 Hz, 3H), 1.33 (m, 1H), 1.89 (m, 3H), 2.68 (m, 
3H), 3.24 (m, 6H), 4.59 (m, 2H), 6.61 (m, 2H), 6.88 (m, 2H), 7.18 (m, 4H) 0 

15 «M3 2 (4 3) 

N- (1 -y 3l=.;V\?xi y v?^-3 ->f/W) -2, 3, 4, 5-ff>7tK 

p — 1 H— 1 -^^XT-^tV- 1 -*;v^7 5 K 

TLC:Rf 0.45 (n -^Mfy : gf^?vU= 2 : 1 ) ; 

NMR (CDCI3) : 5 1.32 (s, 1H), 1.89 (m, 4H), 2.26 (m, 1H), 2.64 (m, 3H), 2.99 (s, 
20 1H), 3.25 (t, J = 7.00 Hz, 2H), 3.58 (dd, J = 9.61, 6.59 Hz, 1H), 4.38 (d, J = 7.14 Hz, 

1H), 4.54 (m, 2H), 6.51 (d, J = 7.97 Hz, 2H), 6.67 (t, J = 7.28 Hz, 1H), 7.22 (m, 6H) 0 

»M3 2 (4 4) 

N- 7^/7);^^^f^] -2, 3, 

25 4, 5 -rb7t KP-lH-l-^yX71ftV-l-^^^7^ K 
TLC:Rf 0.44 ( n -^rlfy : ft|ft3i^^= 1 : 1 ) ; 
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NMR (CDClj) : 8 1.08 (t, J = 7.14Hz, 3H), 1.35 (m, 1H), 1.83 (m, 3H), 2.71 (m, 
3H), 3.64 (m, 4H), 4.53 (m, 1H), 5.10 (m, 1H), 6.90 (m, 1H), 6.98 (m, 1H), 7.09 (m, 
1H), 7.26 (m, 4H), 7.40 (m, 1H) 0 

5 «M3 2 (4 5) 

N— { 2 — [j-^/V- (3-7;^P7x=/l/) -2, 3, 

4, 5-rh7t Ko-lH-l -^yx'rf tv- 1 - A^Jfv'r^ K 

TLC:Rf 0.44 ( n : gj^:r^= 1 : 1 ) ; 

NMR (CDCI3) : 8 1.08 (t, J = 7.14 Hz, 3H), 1.32 (m, 1H), 1.79 (m, 3H), 2.63 (m, 
10 3H), 3.30 (m, 6H), 4.43 (m, 1H), 4.59 (m, 1H), 6.32 (m, 2H), 6.43 (m, 1H), 7.16 (m, 
5H) 0 

»f3 2 (4 6) 

N- [^y^ntVU (7i^) 7*^/#^-/M?vl'] -2, 3, 4, 
15 5-ff7t Kn- 1 H- 1 -^yX7f ifV- 1 -^/^^vr 5 K 
TLC:Rf 0.49 (gj-gfezc^/U : n — -*f-^ = 1 : 1 ) ; 
NMR (CDCI3) : 5 1.02 (d, J = 6.87 Hz, 6H), 1.37 (m, 1H), 1.88 (m, 3H), 2.67 (m, 
3H), 3.54 (m, 2H), 4.54 (m, 1H), 4.92 (m, 1H), 5.17 (t, J = 4.26 Hz, 1H), 7.10 (m, 
2H), 7.25 (m, 4H), 7.41 (m, 3H) 0 

20 

IMI3 2 (4 7) 

N- i^yiS/ls (7x^) 7$/^^^] -2, 3, 4, 5- 
fh7t Kn - 1 H- 1 --<yX7f tV- 1 - ^;^>^7 ^ K 
TLC:Rf 0.45 (H^fvl' : n -^-fy= 1 : 1 ) ; 
25 NMR (CDCI3) : 5 1.26 (m, 1H), 2.04 (m, 3H), 2.74 (m, 3H), 3.69 (m, 2H), 4.54 
(m, 1H), 4.84 (s, 2H), 5.15 (t, J = 4.81 Hz, 1H), 6.98 (m, 2H), 7.12 (m, 2H), 7.28 (m, 
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10H) o 

MM 3 2 (4 8) 

n- [2- [^y^ntr/u r^y] ^^/u] -2, 3, 4, 5 

5 -r hy t Kb-ih- l --OXrftV- 1 -iJ/H^rv'T? K 
T L C : R f 0.39 (g^S^^vU : n -~-*y->= 1 : 2 ) ; 
NMR (CDCI3) : 5 1.07 (d, J = 6.59 Hz, 6H), 1.34 (m, 1H), 1.90 (m, 3H), 2.64 (m, 
3H), 3.24 (m, 4H), 3.87 (m, 1H), 4.63 (m, 2H), 6.75 (m, 3H), 7.21 (m, 6H) 0 

10 »J3 2 (4 9) 

N- [2- O^vvU- T$y] ^A'] -2, 3, 4, 5-r 

h^t Ko-lH-1— oxT^^-i-^^r^; F 

TLC:Rf 0.38 (mm^f-^: n— *^V=\ : 2) ; 
NMR (CDCI3) : 6 1.32 (m, 1H), 1.89 (m, 3H), 2.62 (m, 3H), 3.37 (m, 2H), 3.53 (t, 
15 J = 6.46 Hz, 2H), 4.46 (m, 3H), 4.62 (m, 1H), 6.69 (m, 3H), 7.16 (m, 11H) 0 

It«3 2 (5 0) 

N- O^/U (2-7^to7x^) T^/^/V^/Mf/l'] -2, 3, 
4, 5-fI>7tFn-lH-l -^yXTif 1 - ^/vt'^r? K 

20 T L C : R f 0.42 (n : g^zc^/U= 1:1); 

NMR (DMSO-d 6 ) : 5 1.01 (t, J = 7.14 Hz, 3H), 1.58 (s, 2H), 1.69 (m, 2H), 2.71 
(m, 2H), 3.58 (m, 6H), 5.22 (m, 1H), 7.33 (m, 8H) D 

2 (5 1) 

25 N- {2- |>?VV (2-7;^D7i-/l/) 7^/] ^5vW -2, 3, 
4, 5-7^7t Kn-lH-l-^^XTiffc^-l-^/^^^T^ K 
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TLC:R£0.69 ( n -^rf-> : BB^=?^= 1 : 1 ) ; 

NMR (CDC1 3 ) : 8 0.94 (t, J = 7.14 Hz, 3H), 1.34 (m, 1H), 1.88 (m, 3H), 2.63 (m, 

3H), 3.11 (m, 6H), 4.67 (m, 2H), 6.91 (m, 4H), 7.19 (m, 4H) D 

5 «M 3 2 (5 2) 

n— [1- (4-t« v^yy^,v) t^y -2, 3, 4, 
5-r h7t Kn-1H-1- <^X71f t°^- 1 -#/i^>v-T? K 
TLC:Rf 0.37 ( n : %$Wt^>V= 1 : 1 ) ; 

NMR (CDCI3) : 8 1.40 (m, 3H), 1.93 (m, 5H), 2.74 (m, 5H), 3.33 (d, J = 11.54 Hz, 
10 2H), 3.80 (m, 4H), 4. 14 (d, J = 8.24 Hz, 1H), 4.59 (s, 1H), 6.83 (m, 4H), 7.23 (m, 4H) D 

«M3 2 (5 3) 

N— [1- y*^y^~?v) t°^y v>y-4-^;U] -2, 3, 4, 

5-rh7t Ko-lH-1 -^VX'Tif 1 -*/>*>^r^ K 
15 TLC:Rf 0.30 (n-^W : ftBfcn^A^ 3 : 2) ; 

NMR (CDC1 3 ):6 1.31 (m, 3H), 1.92 (m, 5H), 2.81 (m, 5H), 3.51 (d, J = 12.64 Hz, 
2H), 3.83 (m, 4H), 4.12 (d, J = 7.69 Hz, 1H), 4.59 (s, 1H), 6.37 (m, 1H), 6.41 (t, J = 
2.34 Hz, 1H), 6.49 (m, 1H), 7.20 (m, 5H) 0 

20 mmmz 2 (5 4) 

N- [1- (4-7/Uto7x=^) fc'^U V s V- 4 — -2, 3, 4, 
5-ff7tKa-lH-l -^XT-tftV- 1 -*/WaJ?^r->T 5 K 
TLC:Rf 0.27 (n : ffim^^ 3 : 2) ; 

NMR (CDC1 3 ) : 8 1.35 (m, 3H), 1.94 (in, 5H), 2.76 (m, 5H), 3.37 (d, J = 11.81 Hz, 
25 2H), 3.80 (m, 1H), 4. 13 (d, J = 7.97 Hz, 1H), 4.60 (s, 1H), 6.88 (m, 4H), 7.23 (m, 4H) 0 
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mmms2 (55) 

N- [1- (3-7/^71^) fcV^y — f/U] -2, 3, 4, 
5-f h7t Ko-1 H- 1 -^yXrf tV- 1 - A^^v'T? K 

TLC:Rf 0.31 (n ^iJ"^ : g£$^c^/k= 3 : 2) ; 

5 NMR (CDC1 3 ) : 8 1.30 (m, 3H), 1.92 (m, 5H), 2.80 (m, 5H), 3.53 (d, J = 12.36 Hz, 
2H), 3.85 (m, 1H), 4.12 (d, J = 7.69 Hz, 1H), 4.60 (s, 1H), 6.53 (m, 3H), 7.20 (m, 5H) 0 

WI3 2 (5 6) 

N- {3- (4-7AtP7x^V) T'ntVW -7-y 

10 /l^-n-2, 3, 4, 5 -r f 7 t Kn - 1 H - 1 -<yX7f' tV- 1 - 

TLC:Rf 0.41 ( n -^$-f> : ftgfej:^/U= 1 : 1 ) ; 
NMR (CDCI3) : 6 1.03(t,J = 7.14Hz,3H), 1.31 (m,lH), 1.68 (m,2H), 1.88 (m, 
3H), 2.65 (m, 3H), 3.18 (m, 4H), 3.25 (m, 2H), 4.39 (m, 1H), 4.57 (m, 1H), 6.52 (m, 
15 2H), 6.86 (m, 3H), 6.95 (dd, J = 8.79, 3.02 Hz, 1H), 7.11 (dd, J = 8.52, 5.49 Hz, 1H) 0 

mMM3 2 (5 7) 

N- O^/V (4-7/^P7i^) 7;/*/^/^^] -7-7 
/M-p-2, 3, 4, 5-x h7 k Kb - 1 H- 1 <^XTift°y- 1 - 
20 #/l^>^7 5 F 

TLC:Rf 0.34 ( n — : ^^c^= 1 : 1 ) ; 

NMR (CDCI3) : 5 1.07 (t, J = 7.28 Hz, 3H), 1.25 (m, 1H), 1.82 (m, 3H), 2.65 (m, 

3H), 3.65 (m, 4H), 4.52 (m, 1H), 5.06 (m, 1H), 7.11 (m, 7H) 0 

25 »J3 2 (5 8) 

N- (2, G-Vff-tV^ls-J/v) -2, 3, 4, 5-f h5tKo-lH 
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- l -^yXTi? 1 -tf/M^v'T 5 K 
TLC:Rf 0.46 (g&t^'f'/U : n .^^= 1 : 2) ; 

NMR (CDC1 3 ): 6 1.34 (m, 1H), 1.91 (m, 3H), 2.29 (s, 6H), 2.67 (m, 3H), 4.12 (m, 
1H), 4.42 (d, J = 4.67 Hz, 2H), 4.72 (m, 1H), 7.01 (m, 3H), 7.17 (m, 4H) 0 

5 

3 2 (5 9) 

N— (1-/ \-yzc -2, 3, 4, 5-rh7tKo 

- 1 H- l -xyXTffy- 1 - */^^^7 5 K 
TLC:Rf 0.53 (fj^c^ : n -^-fy= 1 : 2 ) ; 

10 NMR (CDCI3) : 5 1.29 (m, IH), 1.57 (s, 6H), 1.93 (m, 3H), 2.61 (m, 3H), 4.57 (m, 
2H), 7.25 (m, 9H) 0 

2 (6 0) 

N- [1- nuy - \ - * ^- )VaL=f- )V\ -2, 3, 4, 5 

15 -ff7tKn-lH-l -^yXTfl^y- 1 -tf/M^v'TS: K 
TLC:Rf 0.36 (M^fvU : n -^1?-^= 1 : 3 ) ; 
NMR (CDCI3) : 5 1.29 (m, 1H), 1.53 (s, 6H), 1.93 (m, 3H), 2.67 (m, 3H), 4.52 (m, 
2H), 7.27 (m, 8H) 0 

20 »M 3 2 (61) 

N— { 2 — [^/w (4-y/^ny^=./u) ^fvW - 1 -7)V 

irn-2, 3, 4, 5-fh7t Fo-lH-l-^yX~7f t'y-l-* 

TLC:Rf 0.50 (n : ffiM^?-^= 1 : 1 ) ; 

25 NMR (CDCI3) : 8 1.03 (t, J = 7.00 Hz, 3H), 1.30 (m, 1H), 1.88 (m, 3H), 2.63 (m, 
3H), 3.24 (m, 6H), 4.42 (m, 1H), 4.55 (m, 1H), 6.61 (m, 2H), 6.88 (m, 4H), 7.02 (dd, 
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J = 8.52, 5.22 Hz, 1H) D 
2 (6 2) 

N- [1- {2-y)Vi^ny ^fV) t^yv^-4 — f/U] -2, 3, 4, 
5 5-r h7t Kd - l H- 1 -^yXT^ k 0 ^- l -^^^v'T 5 K 
TLC:Rf 0.43 (n-^MJ-y : g^a:^= 3 : 2) ; 
NMR (CDCI3) : 6 1.36 (m, 3H), 1.90 (m, 5H), 2.75 (m, 5H), 3.29 (d, J = 11.26 Hz, 
2H), 3.81 (m, 1H), 4.15 (d, J = 7.97 Hz, 1H), 4.61 (s, 1H), 6.95 (m, 4H), 7.22 (m, 4H) 0 

10 HffiFll 3 2 (6 3) 

7 (1 -^^/Ut^JJ v^-4 — f/I^) -2, 3, 4, 
5-x h7 t Kb - 1 H- 1 -^yX7f kV- 1 -*7Hj?*->r $ K 
TLC:Rf 0.47 (n -^Mf-y : ffiM^^= 3 : 2) ; 
NMR (CDCI3) : 5 1.33 (m, 3H), 1.93 (m, 5H), 2.79 (m, 5H), 3.52 (d, J = 12.36 Hz, 

15 2H), 3.82 (m, 1H), 4.07 (d, J = 7.97 Hz, 1H), 4.57 (s, 1H), 6.90 (m, 5H), 7.20 (m, 3H) 0 

ll«3 2 (6 4) 

N- [1- (2 -/ b*i/7^~M t°^y -^^-4-^/U] -2, 3, 4, 
5-ff7t Ko- 1H- 1— <yX7ffy- l-tf/V-^v'TS K-lfi 

20 

TLC:Rf 0.45 (n -^*-f> : %&&x.*f'fV= 3 : 2) ; 
NMR (CDCI3) : 5 1.35 (s, 1H), 1.91 (m, 5H), 2.66 (m, 5H), 3.53 (d, J = 10.99 Hz, 
2H), 4.07 (m, 6H), 4.52 (ra, 2H), 7.03 (m, 2H), 7.15 (m, 1H), 7.26 (m, 3H), 7.40 (t, J 
= 7.83 Hz, 1H), 8.50 (d, J = 7.14 Hz, 1H) 0 

25 

«M3 2 (6 5) 
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N— { (IS) -1- [sfA- (4-7/^P7i^) 7?7*^^] 
-2, 3, 4, 5-f h7 t Ko - 1 H- 1 -^X7f tV- 1 

TLC:Rf 0.66 (n -^ri^ : gtflfe^/I^ 1 : 1 ) ; 
5 NMR (DMSO-d 6 ) : 8 0.99 (m, 6H), 1.69 (m, 4H), 2.71 (m, 2H), 3.61 (m, 4H), 
4.21 (m, 1H), 5.00 (m, 1H), 7.27 (m, 8H) D 

«M3 2 (6 6) 

N— { 2 — [^fvP (4-7/l/tn7i^) 75/#>M^/l'] ^fvW 
10 -2, 3, 4, 5-x h7t Ko- 1H-1 O'XT'tftrv- 

TLC:Rf 0.35 (jgf&t^fl, : n -^^^= 3 : 1 ) ; 
NMR (CDC1 3 ) : 6 1.05 (t, J = 7 .14 Hz, 3H), 1.43 (m, 1H), 1.84 (m, 3H), 2.15 (t, J 
= 5.91 Hz, 2H), 2.61 (m, 3H), 3.35 (m, 2H), 3.64 (q, J = 7.14 Hz, 2H), 4.54 (m, 1H), 
15 4.92 (t, J = 5.7 7 Hz, lH),7.18(m, 8H) D 

2 (6 7) 

N— { (IS) -2- |>?vu (4-7/^n7x^) 7 5 7] -1-7 
^vl^^vW -2, 3, 4, 5-ff7t KP-lH-l—<yX7f 
20 - 1 - *;^^v/7; K 

TLC:Rf 0.56 (n -^*cf-y : Bfflfcc^= 1 : 1 ) I 
NMR (DMSO-d 6 ) : 8 1.01 (m, 6H), 1.57 (m, 2H), 1.67 (m, 2H), 2.62 (m, 2H), 
3.04 (m, 1H), 3.24 (m, 3H), 3 45 (m, 2H), 3.94 (m, 1H), 4.84 (m, 1H), 6.70 (m, 2H), 
6.90 (m, 2H), 7.15(m,4H) 0 

25 

mmm 32 (68) 
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N- (2-s<yi//Uyt-%-iy<yi?/]/) -2, 3, 4, 5— f h5tKo-l 
H- 1 -^yXTflfy- 1 -*;k#^f^7 5 K 
TLC:Rf 0.27 : n -^f"^= 1 : 3) ; 

NMR (CDC1 3 ) : 6 1.35 (m, 1H), 1.85 (m, 3H), 2.66 (m, 3H), 4.42 (m, 2H), 4.61 
5 (m, 1H), 4.89 (t, J = 5.68 Hz, 1H), 4.95 (s, 2H), 6.85 (d, J = 8.06 Hz, 1H), 6.92 (t, J = 
6.96 Hz, 1H), 7.21 (m, 11H) C 

«#J3 2 (6 9) 

N— [ (1R) -1- Ofvl' (4-7^P7x^) r^y*^^] 
10 ^fvu] -2, 3, 4, 5-fb7t Fn-lH-l-^yXTftV-l 

TLC:Rf 0.54 (n -^"^^ : fi^^/U= 1 : 1 ) ; 

NMR (DMSO-d 6 ) : 5 0.96 (d, J = 6.77 Hz, 3H), 1.01 (t, J = 7.14 Hz, 3H), 1.65 (m, 

4H), 2.70 (m, 2H), 3.62 (m, 4H), 4.23 (m, 1H), 5.01 (m, 1H), 7.28 (m, 8H) 0 

15 

»J3 2 (7 0) 

N— { 2 — [^fv^ T^/] <<>i?A'} -2, 3, 4, 5-T 

h7t Ko - 1 H - 1 -^yXT^tfy- l - A^#*i/r 5 K 
TLC:Rf 0.39 (g^^/U : n -^MJ-^= 1 : 2 ) ; 
20 NMR (CDC1 3 ) : 5 1.36 (m, 1H), 1.80 (m, 3H), 2.68 (m, 3H), 3.08 (s, 3H), 4.25 (d, 
J = 5.86 Hz, 2H), 4.54 (m, 1H), 4.65 (t, J = 5.68 Hz, 1H), 6.41 (d, J = 7.69 Hz, 2H), 
6.68 (t, J= 7.14 Hz, 1H), 7.18 (m, 9H), 7.41 (m, 1H) D 

»W3 2 (7 1) 

25 N- (2, 3, 4, 5 - f f 7 t Fn - 1 H- 1 --iyX7f t'y- 1 --f 
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TLC:Rf 0.55 ( n : mfc^^= 1 : 1 ) ; 

NMR (CDC1 3 ) : 5 1.26 (m, 1H), 1.88 (m, 3H), 2.80 (m, 5H), 3.69 (s, 3H), 4.68 (m, 

3H), 7.14(m,9H) 0 

5 »3 2 (7 2) 

-2, 3, 4, 5-f h7tKB-lH-l — <^XTif fcTV- 1-*/UjJ? 
drv'T 5 K 

TLC:Rf 0.48 (gt^^^vV : n -^r1f>= 1 : 1 ) ; 
10 NMR (CDCI3) : 5 1.23 (m, 1H), 1.31 (s, 9H), 1.88 (m, 3H), 2.68 (m, 3H), 3.43 (m, 
2H), 4.52 (m, 1H), 5.13 (t, J = 4.49 Hz, 1H), 7.07 (m, 4H), 7.26 (m, 4H) B 

Hfe#ij3 2 (7 3) 

n- {2 - [t-T^vv (4-7/^o7x-^) r^/] -2, 

15 3, 4, 5 -r h7 t Kn- 1 H- 1 -^yX7f t°^- 1 -*/^JfV7 
5 K 

TLC:Rf 0.21 (fUkcTvl/ : n -^dMJ-;/= 1 : 2 ) ; 

NMR (CDC1 3 ) : 5 0.85 (s, 9H), 1.35 (m, 1H), 1.84 (m, 3H), 2.64 (m, 3H), 2.94 (m, 

4H), 4.55 (m, 1H), 4.95 (m, 1H), 6.74 (m, 2H), 6.86 (m, 2H), 7.30 (m, 4H) 0 

20 

MM 3 2 (7 4) 

N- {2 - [^D7*o^ (4-7/^Q7i^) X?/#>M?=/l/| 
-2, 3, 4, 5-f h7t Ka-lH-l-<yX7ftV-l 

25 TLC:Rf 0.33 (n -^*iry : m&^>^= 1 : 2) ; 

NMR (DMSO-d 6 ) : 6 0.41 (m, 2H), 0.76 (m, 2H), 1.65 (m, 4H), 2.44 (t, J = 6.50 
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Hz, 2H), 2.66 (m, 2H), 3.09 (m, 1H), 3.26 (q, J = 6.16 Hz, 2H), 3.45 (m, 2H), 5.17 (m, 
1H), 7.18(m, 8H) 0 

WJ3 2 (7 5) 

5 N- {3- [^^a/nt> (4-7;^n7x^) T?/] 7°p t>} 
-2, 3, 4, 5 - f F 7 t Kp - 1 H - 1 -^yxrf If y- 1 - 
K 

TLC:Rf 0.42 ( n — : fi^^^/U= 1 : 1 ) ; 

NMR (CDC1 3 ) : 5 0.48 (m, 2H), 0.74 (m, 2H), 1.26 (m, 1H), 1.65 (m, 2H), 1.99 (m, 
10 3H), 2.31 (m, 1H), 2.72 (m, 3H), 3.18 (m, 2H), 3.31 (m, 2H), 4.25 (m, 1H), 4.61 (m, 
1H), 6.83 (m, 4H), 7.22 (m, 4H) 0 

HJiM3 2 (7 6) 

N— { 1 — [^fvl- 7;/*;^=^] -2-7 

15 - 2 , 3, 4, 5-x b^fc Kb- 1 H- 1 -^vXT'W 

TLC:Rf 0.33 (n .^f-^ : gj^n^/U= 2 : 1 ) ; 

NMR (DMSO-d 6 ) : 5 1.00 (m, 3H), 1.62 (m, 4H), 2.66 (m, 4H), 3.41 (m, 2H), 
3.60 (m, 2H), 4.44 (m, 1H), 4.90 (d, J = 8.24 Hz, 1H), 7.14 (m, 13H) 0 

20 

2MI3 2 (7 7) 

^D/atVu (4-7/^o7x-;^ r$;*^-/^f/V-2, 3, 
4, 5-ff7tKa-lH-l -^^X7f t°y- 1 -*;^>->7^ K 
TLC:Rf 0.42 ( n -^MT^ : iH»^^= 1 : 1 ) ; 
25 NMR (DMSO-d 6 ) : 5 0.63 (m, 4H), 1.67 (m, 4H), 2.72 (m, 2H), 3.13 (m, 1H), 
3.48 (m, 2H), 3.86 (d, J = 5.13 Hz, 2H), 5.21 (m, 1H), 7.22 (m, 8H) 0 
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mmms2 (7 8) 

C (2R) -^/V (4-7/^071^) r^/-2-7 P atVU7'^/] 

-2, 3, 4, 5-f h7t Kc-iH-i-^yX7ftfy-i-*/^ 

5 ^7?K 

TLC:Rf 0.71 (n -^^y : ffiM^T/^ 1 : 1 ) ; 

NMR (CDCI3) : 5 1.06 (m, 6H), 1.25 (m, 1H), 1.92 (m, 3H), 2.61 (m, 3H), 2.91 

(dd, J = 14.46, 7.51 Hz, 1H), 3.28 (m, 3H), 4.06 (m, 1H), 4.18 (m, 1H), 4.58 (m, 1H), 

7.10(m,8H) o 

10 

3 2 (7 9) 

N- (2- [v^n^PtVu- (4-7;^0 7i^) T$7] ^fvU} - 
2, 3, 4, 5-t 1 F7t Kn- 1 H- 1 -^^XTif 1 -77/U^> 
isT ^ K 

15 TLC : R f 0.69(n-^fy : St^= 1:1) ; 

NMR (CDCI3) : 5 0.46 (m, 2H), 0.75 (m, 2H), 1.26 (m, 1H), 1.91 (m, 3H), 2.34 
(m, 1H), 2.62 (m, 3H), 3.42 (m, 4H), 4.31 (m, 1H), 4.56 (m, 1H), 7.08 (m, 8H) D 

«M3 2 (8 0) 

20 N- [3- OfvU (7i=/H />] ^atVU] -2, 3, 

4, 5-fh7tKo-l H- 1 -^yX7f tr^- 1 -#/l'#>v'T % K 
TLC :Rf 0.20 (gjsg^fvU : n -^3f i*-^ 3 : 1 ) ; 
NMR (CDCI3) : 5 1.07 (t, J = 7.14 Hz, 3H), 1.38 (m, 1H), 1.69 (m, 5H), 1.97 (t, J 
= 7.23 Hz, 2H), 2.54 (m, 3H), 3.09 (m, 2H), 3.69 (q, J = 7.14 Hz, 2H), 4.31 (m, 1H), 

25 4.61 (m, 1H), 7.24 (m, 9H) D 



161 



WO 03/068753 



PCT/JP03/01481 



W3 2 (8 1) 

N— { 4 — OfvW Tx/l -f^M ~2, 3, 4, 5 h 

7t Kd- l H- l -^yX7f tV- l - / ; K 

TLC:Rf 0.31 (gf^n^vU : n -^M^= 2 : 3 ) ; 
5 NMR (CDC1 3 ) : 6 1.11 (t, J = 7.05 Hz, 3H), 1.45 (m, 5H), 1.93 (m, 3H), 2.61 (m, 
3H), 3.23 (m 3 4H), 3.32 (q, J = 7.02 Hz, 2H), 4.25 (t, J = 5.49 Hz, 1H), 4.63 (m, 1H), 
6.63 (m, 3H), 7.20 (m, 6H) 0 

«#ij3 2 (8 2) 

10 N— (2-7^ ^rv^^vMO -2, 3, 4, 5-fh7t Kp— 1 H— 
1 — OXTHt'y- 1 -y&/M?*$/7 ^ K 
TLC:Rf 0.21 ( n : &&^;\,= 3 : 1 ) ; 

NMR(CDC1 3 ) : 8 1.31 (s, 1H), 1.88 (m, 3H), 2.66 (m, 3H), 4.39 (s, 2H), 4.60 (s, 
1H), 4.83 (t, J = 6.04 Hz, 1H), 6.79 (m, 3H), 7. 16 (m, 9H), 7.40 (dd, J = 7.32, 1.46 Hz, 

15 1H) 0 

1IM3 2 (8 3) 

N— [1- Ofvl' (4-7/^o7x-/V) 7$/] ^^a^p/N D >-l 
— f/M^7k] -2, 3, 4, 5-fh7t Ko-lH-l-^yXT^t 0 
20 1 -1i/vi$3?i/T $ K 

TLC:Rf 0.27 ( n -^Sf-f-y : g^:r?vu= 2 : 1 ) ; 
NMR(CDC1 3 ) : 8 0.84 (m, 4H), 1.03 (t, J = 7.05 Hz, 3H), 1.32 (tn, 1H), 1.89 (m, 
3H), 2.60 (m, 3H), 3.31 (q, J = 7.02 Hz, 2H), 3.38 (d, J = 6.04 Hz, 2H), 4.35 (t, J = 
5.95 Hz, 1H), 4.58 (m, 1H), 6.66 (m, 2H), 6.85 (m, 2H), 7.00 (m, 1H), 7.19 (m, 3H) 0 

25 

H»J3 2 (8 4) 
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N _ (4-^^^^-^^^-^) -2, 3, 4, 5-ff7tFn-l 
H- l <^XTif l -*yi/aj?^vr 5 K 
TLC:Rf 0.29 (n -^Mf>- : g|^^/U= 2 : 1 ) ; 
NMR(CDC1 3 ) : 5 1.36 (m, 1H), 1.92 (m, 3H), 2.60 (m, 3H), 4.32 (s, 2H), 4.56 (m, 
5 2H), 5.03 (s, 2H), 6.89 (m, 2H), 7. 14 (m, 2H), 7.30 (m, 9H) 0 

»3 2 (8 5) 

N- {2-y)V^-v<^p;V) -2, 3, 4, 5-fh7tF0-lH-l 
-- <>XT-fe? t°^- 1 -UA^^sT ^ K 
10 TLC:Rf 0.38 ( n -^Mf^ : @^:rfvU= 2 : 1 ) 0 

WJ3 2 (8 6) 

N- (3-y/^n^<yi>;U) -2, 3, 4, 5 -r h 7 t Kn - 1 H- 1 

— o-xr-t? trv- i -7J^#>v-r ^ K 

15 TLC:Rf 0.31 (n -^df-f-y : gM^cfvU= 2 : 1 ) 0 
HM3 2 (8 7) 

N- -2, 3, 4, 5 -T h 7 t Kp - 1 H- 1 - 

^XTif fcV- 1 -*;^>^7? K 
20 TLC : R f 0.39 (n-^f-^ : «^/U= 2 : 1) 0 

«M3 2 (8 8) 

N— -2, 3, 4, 5-rh7tFn-lH-l- 

^y^THt'y- i -^/utf^v-r ? K 

25 TLC : R f 0.33 (n-^^^ : mfc^^= 2 : 1) „ 
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«M3 2 (8 9) 

N— (4-^ o u*<y*?;u) -2, 3, 4, 5-fh7tKn-lH-l- 

-O'XT-t? tTV- 1 -*^->7 5 K 

TLC : R f 0.32 (n-^*^ : @£$M^/U= 2 : 1) „ 

5 

IM3 2 (9 0) 

N- (2-p« h^'O'iW -2, 3, 4, 5-f h7tKo-lH-l 

-^XTiffcV- 1 -*/Hi5^T $ K 

TLC : R f 0.29 (n-^f-y : afcfcx.^/U= 2 : 1) „ 

10 

^JfcM 3 2 (91) 

N- (3-/ h*f<yi?/l') -2, 3, 4, 5-fh7tKn-lH-l 

-^XT-tf fc^- 1 -tf/M^v'T^ K 

TLC : R f 0.23 {n-^^V : $m^;v= 2 : 1) 0 

15 

3MI3 2 (9 2) 

N- (2-^fVl^O-vvU) -2, 3, 4, 5-fh7tKn-lH-l- 

^y/Tfl^y- 1 -*;H>v'7; K 

TLC : R f 0.36 (n : 2 : 1) „ 

20 

HlfeM 3 2 (9 3) 

N— O-^^/^y^/U) -2, 3, 4, 5-fF7t Kp-IH-1- 

^yXT-^tV- 1 -^/M^v-T^ K 

TLC : R f 0.36 (n-'^MH' : ftlfcxfTl^ 2 : 1) „ 

25 

M0"J3 2 (9 4) 
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N— -2, 3, 4, 5-T F7t KP-1H-1- 

T L C : R f 0.36 (n -^f->- : @^^^/U= 2 : 1 ) „ 

5 3 2 (9 5) 

N— (2- hV y^^v t^-s^^i?^) -2, 3, 4, 5-f h7tFP 

- 1 H- 1 -^yXTflfy- 1 ^ K 
TLC : R f 0.44 (n-^lfy : mWt^^ = 2 : 1) „ 

10 HffiM 3 2 (9 6) 

N- (2-7 ^ y^y^) -2, 3, 4, 5 -x h 7 fc Kp - 1 H- 1 - 

T L C : R f 0.18 (n : gfr^^/U= 2 : 1 ) 0 

15 £MW3 2(9 7) 

N- (2-MJ7^tP^f^^) -2, 3, 4, 5-7f7tK 
p - 1 H— 1 —O'XTWl'- 1 -7J/1^^>^T 5 K 
TLC : R f 0.44 (n-^f-^ : Bfflfcn?vI/= 2 : 1) „ 

20 HffiM 3 2 (9 8) 

N- (2-v 5 7/W^-B^ h^v^^vVk) -2, 3, 4, 5-fh7t Kb 

— i h— i -^yxrftv- i -#/wk>ws K 

TLC : R f 0.36 (n-^*^ : gj=&a^/U= 2 : 1) 0 

25 »J3 2 (9 9) 

N- (2-M)7;i/tn^^ft^» -2, 3, 4, S-^h^t 
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Kn - i h- i -^yXTWy- i -XfriS^sT x K 

TLC : R f 0.44 (n-^-^y : «^^= 2 : 1) „ 



HM3 2 (1 0 0) 

5 N- (l?7x = /l/- 2 --Y/V^^) -2, 3, 4, 5— f h5tKo-l 
H- 1 -^yXTftV- 1 -tf/Htf^WS K 

TLC : R f 0.42 (n-^f-y : @»r:?vU= 2 : 1) „ 



gffiftj 3 2 (10 1) 
10 N- (2, 3-i^y/^n^y^;U) -2, 3, 4, 5-fh7tKB-l 
H-l-^yX7ft'y-i-^>v'7? K 
TLC : R f 0.36 (n-^^rf-^ : ;l>= 2 : 1) „ 



3 2 (1 0 2) 

15 N- (2, 4-v ? 7yU^-a^^v > /U) -2, 3, 4, 5-f h5tKn-l 
H-l-^XTiffc'V-l-^/WJ^v'T? K 
TLC : R f 0.42 (n-^^y : g»n?vu = 2 : 1) „ 

mmm 32 (103) 

20 N- (2, 5 — 9 Jyi\/irxi y<y-J;V) -2, 3, 4, 5— f h?tKn-l 
H- 1 -^yX7f f>- 1 -^/^drv'T^ K 
TLC : R f 0.47 (n-^f-y : Rfifc:E?vU= 2 : 1) „ 



mmm 32 (104) 

25 N- (2, 6 -v^yl^d'O'v^) -2, 3, 4, 5-fh7tKn-l 
H- 1 --<yX7ftV- 1 -#/Hi?3r$/T$ K 
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TLC : R f 0.41 (n-^*W : 8fcIfe^?vU= 2 : 1) „ 



mmm 32 (105) 

N- (3, 5-^7/^0^^^) -2, 3, 4, 5-fh7tKn-l 
5 h- 1 -^yXrffy- 1 -UAsftdtl/T \ K 

TLC : R f 0.41 {n-^*V> : g^^/k= 2 : 1) „ 



mmm 32 ( 1 0 6 ) 

N- (3, A-'Jyj^u^WjV) -2, 3, 4, 5-fh7tKo-l 

10 H- 1 -^yxrftv- 1 5 K 

T L C : R f 0.31 ( n : #8^^= 2 : 1 ) „ 



Hffifll 3 2 (1 0 7) 

N- [2-^fvW (3 - r?/xf^] 
15 *~>-2, 3, 4, 5-ff7t Ko-lH-l-^yX7f tV-1-* 

TLC : R f 0.49 (n-^t> : SS^f^ 1:1) ; 
NMR(CDC1 3 ) : 5 1.06 (m, 3H), 1.28 (m, 1H), 1.80 (m, 1H), 1.91 (m, 2H), 2.29 (m, 
3H), 2.61 (m, 3H), 3.28 (q, J = 7.05 Hz, 2H), 3.36 (m, 4H), 4.48 (m, 2H), 5.03 (s, 2H), 
20 6.48 (m, 3H), 6.71 (dd, J = 8.52, 3.02 Hz, 1H), 6.84 (d, J = 3.02 Hz, 1H), 6.96 (d, J = 
8.52 Hz, 1H), 7.06 (m, 1H), 7.38 (m, 5H) D 



3 2 (1 0 8) 

N— (4 -^-y^JU^-^-iy^yiy/U) —8-7;]/$ru — 2, 3, 4, 5 -T 
25 hytKn-iH- l-^yXTf tV- l -a/nfl^S/T 5: K 
TLC :Rf 0.74 (n : «^^= 2 : 1 ) ; 
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NMR(DMSO-d 6 ) : 5 1.58 (m, 2H), 1.72 (m, 2H), 2.66 (m, 2H), 3.50 (m, 2H), 4.17 
(d, J = 6.04 Hz, 2H), 5.07 (s, 2H), 5.97 (m, 1H), 6.94 (m, 4H), 7.14 (m, 2H), 7.35 (m, 
6H) 0 

5 2 (13 4) 

N— — 7— 2, 3, 4, 5 —*r 

hy t Kp-IH-1 — <yX7^tfy- 1 -#/M?3rv'T 5 K 
TLC:Rf 0.58 (n : %m^^= 1 : 1 ) ; 

NMR(CDC1 3 ) : 8 1.26 (m, 1H), 1.98 (m, 3H), 2.57 (m, 3H), 4.34 (m, 2H), 4.48 (m, 
10 1H), 4.62 (m, 1H), 5.03 (s, 2H), 6.90 (m, 4H), 7.13 (ra, 3H), 7.35 (m, 5H) 0 

HJ&#iJ 3 2 (1 3 5) 

N— (4-^^^/^^^^^) -2, 3, 4, 5-rh7tKP-l 
H- 1 -^VX7^ t'V- 1 -Ufls1£**/T 5 K 
15 TLC:Rf 0.31 ( n -^3rf->- : ft|ftai^/V= 2 : 1 ) ; 

NMR(CDC1 3 ) : 6 1.26 (m, 1H), 1.93 (m, 3H), 2.76 (m, 3H), 4.32 (m, 2H), 4.60 (m, 
2H), 5.03 (s, 2H), 6.89 (m, 2H), 7.28 (m, 11H) Q 

3 2 (1 3 6) 

20 n- [l- b*f7*>~M t^y i?y-4-4A'] -2, 3, 4, 

5-rh7t Kn-l H- 1 —OXTif 1 -^uztf^v'T 5 K 
TLC:Rf 0.31 (n-^t^ : Sl#xf /l/=3 : 2) ; 
NMR(CDC1 3 ) : 8 1.43 (m, 3H), 1.94 (m, 5H), 2.68 (m, 5H), 3.29 (d, J = 11.26 Hz, 
2H), 3.80 (m, 4H), 4.16 (d, J = 8.24 Hz, 1H), 4.59 (s, 1H), 6.91 (m, 4H), 7.23 (m, 4H) D 

25 

mmm 32 (137) 
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1- [ (2R) -6, [3. 1. 1] ^7?V-2- 

•Y/u^A^/w^^/u] -2, 3, 4, 5 -T h?t Ko-lH-1 

TLC : R f 0.26 (n— : g^nfv^=4 : l) „ 

5 

3 2 (1 3 8) 

1- (2- *3-JVi/? u^l/;V%;Vs<^4 M -2, 3, 4, 5-fh7 
k Kp- lH-l-^yX7ift°^ 

TLC : R f 0.22 (n-^f-y : H^n?vU= 4 : 1) 0 

10 

JIM 3 2 (1 3 9) 

1- (3-^^-/Wy^u^i//^/W<^ry(/U) -2, 3, 4, 5-f^7 
k Kp - 1H-1-' <yXTH\?y 

T L C : R f 0.22 ( n : mk^^= 4 : 1 ) 0 

15 

£jfcfl|3 2 (1 4 0) 

1- ( 4 - ^ f /l/v / ^ D ^^ri/^^/W^-l' /k) -2, 3, 4, 5-ff7 

k Ka-iH-i-^yxrfi^y 

TLC : R f 0.22 and 0.16 (n-^=¥f-^ : R$&c?vU= 4 : 1) D 

20 

mm 32 (141) 

1- (2-7!);^f/^^^^) -2, 3, 4, 5-f F5tKP- 
1 H- 1 -^OXTif k°> 

TLC : R f 0.11 (n-^^ify : |H»:n?vU= 4 : 1) „ 

25 

HJ&M3 2 (1 4 2) 

169 



WO 03/068753 



PCT/JP03/01481 



1- ( 1 - t7f^f jV) -2, 3, 4, 5-f h7t Kn 
- 1 H- 1 -- OXTif 

TLC : R f 0.11 (n-^^ : @^ac^,k= 4 : 1) „ 

5 mmm 32 (143) 

1- (rh7t Fn77>-2-^Mf^/^M -2, 3, 4, 

Kn-lH-l--<>'XTift°>' 
T L C : R f 0.61 o d : ^ * J —>V= 9 : 1 ) „ 

10 mm 3 2 (14 4) 

1- ( 2 - t K n ^i^- 2 - 7 x=;Uxf ;W^-f -2, 3, 4, 

5-xh7t Kn-lH-1 -tyXTWy 

T L C : R f 0.48 p p tfvt^ : ^ * / — ;V= 9 : 1 ) „ 

15 mmms 2 (145) 

1- ( 1 --fn tf/uyj-jufi/u/^sf ; v) -2, 3, 4, 5-ff7t Kn 

- 1 h - 1 -^yxrf t'v 

TLC : R f 0.30 (n-^Mfi' : gji$^3v>= 4 : l) „ 

20 MM 3 2 (1 4 6) 

1- ( 5 - ^ f ^7 7 > - 2 - 'f /M f /^/^'f ^) -2, 3, 4, 5 

-=r h7t Kn - 1H- 1 --O-XTif 

TLC : R f 0.13 (n-^f-^ : ffigtx.<?/U= 4 : 1) 0 

25 »J3 2 (1 4 7) 

1- (1-^^-3-71^/0 \£)Vjj)V/^s( )V) -2, 3, 4, 5 
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— T hv fc Kp-IH- l-^yXTIfVy 

TLC : R f 0.18 (n-^f-^ : ftR^/u= 4 : 1) „ 

«M 3 2 (1 4 8) 
5 1- (2 — ^fvl/^^vujfr/W^E-^ AO -2, 3, 4, 5 -7- h> 7 fc: Kn - 
1 H - 1 --<>X7f tV 

TLC : R f 0.30 (n -*^MM-< : @t^5vU= 3 : 1 ) „ 

I»I3 2 (1 4 9) 
10 1- (3-^/U:/5vV#/W^^/i') -2, 3, 4, 5-fh7tKn- 
1 H - 1 -KyX71? tT^ 

T L C : R f 0.31 (n — ^rlf > : ^zc^yu= 3 : 1 ) 0 

Hl£0ij3 2 (1 5 0) 
15 1 ^fvi^/w^^f/u- 2, 3, 4, 5-r hyt Ko-lH-1-^ 

TLC.Rf 0.31 (n : ^^^=3 : 1) o 

HJfiM 3 2 (15 1) 
20 1- [ (1R) -1- (4-yfA-7xS/U) - 2 , 
3, 4, 5-fh7t Kn-lH-l-^yX7ift°> 
T L C : R f 0.24 (n : g^fta:^= 3 : 1 ) 0 

mmms 2 (152) 

25 1- [1- (4-7^tQ7x=^) ^fvl^/W^^/I/] -2, 3, 4, 

5-rf7t Ko- 1 H- 1 -^yxrf fy 
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T L C : R f 0.18 (n -^V* : ^1^= 3 : 1 ) „ 

mmm 32 (153) 

1- (2-^31— ;\stJ-;vU;vA^y( /V) -2, 3, 4, 5-fh7tKn 

5 -lH-i-^yxr-^t'y 

TLC : R f 0.17 (n— ^f-y : gfi^?vV= 3 : 1) „ 
WJ3 2 (1 5 4) 

1- (4-7 ? y ^/i/^^/i/^y^;!//^^;!/) -2, 3, 4, 5 -7 1 
10 h7tKn-lH-l-^yX7ftV 

T L C : R f 0.22 n P tJn/WA : ^ 9 / -/U= 9:1). 

WJ3 2 (1 5 5) 

1- (MJT/^-a-^/^/^-f^) -2, 3, 4, 5-Tf7t 

15 Ft3-iH-i-^yxrfi^y 

T L C : R f 0.53 (9 a p aM'A : /• * / -/^= 9 : 1 ) „ 
mMM3 2 (1 5 6) 

1- HyX^f *?>?—J\s- 2-4fr$/W<*y(/l') -2, 3, 4, 5-T- 
20 h7t Ko-lH-l-^yX7f kV 

T L C : R f 0.45 p a : / 9 / — />= 9 : 1 ) „ 

IIi3 2 (1 5 7) 

l- [5-/-^/^M- (MJT;/-/w-3-^/u) #yw^>f/i/| -2, 3, 

25 4 , 5 - 7 1 h7t KP-1H-1 — <yX7ftV 

T L C : R f 0.14 (n -^f-^ : ft^^/l^ 3 : 1 ) „ 
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mm 32 d58) 

1- (4, -2--T 

}VXl!V;<.*:4 )V~\ -2, 3, 4, 5-f F7tKP-lH-l-^X7f 

5 try 

T L C : R f 0.55 p d tfc/U.A : * $ J — /U= 9:1). 
3H«J 3 2 (1 5 9) 

1- [5 (l^7^-3-^;>) */W^^>T/^] -2, 3, 4, 
10 5-t h7k Kn-lH-1-' <yX7ft^y 

T L C : R f 0.31 (n -^=^if V : g»n?v>= 3 : 1 ) 0 

HffifflS 2 (1 6 0) 

15 2, 3, 4, 5— r h7t Kp- lH-l-^^XTiftV 
TLC : R f 0.42 (n— : f»n?-/U= 3 : 1) D 

3 2 (16 1) 

1- [4-p«fvU (try 5 v 5 ^- tl)V/^y{}V\ -2, 3, 4, 
20 5 - 7 1 t Kp- 1 H- 1 -^<yX7f 

T L C : R f 0.52 (^ p p ~fa/VJ* \ *9 J —>V= 9 : 1 ) 0 

3 2 (1 6 2) 

l- (^;!)y-3-'f;^^ ; e'f;v) -2, 3, 4, 5-rh^tKp 
25 - 1 h- 1 <y/7fify 

T L C : R f 0.69 (^pp z^A-i* : ^ * / — A>= 9 : 1 ) „ 
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WJ3 3 (1) ~»J3 3 (8) 

5 

«M3 3 (1) 

N— (4, 6-^^f^t°^v'y-2-^^) -2, 3, 4, 5 -T b 7 t 
Ko- 1 H- 1 -^^XT-tf 1 -*^V7 5 K 
TLC:Rf 0.36 ( n : %m^;V= 3 : 1 ) ; 
10 NMR (CDC1 3 ) : 5 7.83 (s, 1H), 7.31-7.22 (m, 4H), 6.88 (bs, 1H), 6.59 (s, 1H), 
4.80-4.60 (br, 1H), 2.95-2.63 (br, 3H), 2.29 (s, 3H), 2.28 (s, 3H), 2.10-1.76 (br, 3H), 
1.52-1.26 (br, 1H) G 

3ISSM3 3 (2) 

15 N- (6-^nn-l, 3-^y/f7/-/l'-2-^/V) -2, 3, 4, 
5-7F7t Kp-IH-1-' <yXTW>-l-%sU7$*i/T^ K 
TLC:Rf 0.44 ( n -^-fy : g^ai^= 3 : 1 ) ; 
NMR (CDCI3) : 5 7.93 (bs, 1H), 7.75 (d, J = 2.1 Hz, 1H), 7.49 (d, J = 8.4 Hz, 1H), 
7.35-7.27 (m, 5H), 4.68 (m, 1H), 2.88-2.72 (m, 3H), 2.09-1.85 (m, 3H), 1.40 (m, 1H) C 

20 

«ft«3 3 (3) 

7-^^v ? ^=3rv'-N- (4-^ h^v^ h 3r V- 2 - ^ ?vU7 * 
-2, 3, 4, 5-fh7t Ka-lH-l-^yXX-tfeV-l-^/M? 

25 TLC:Rf 0.20 (n-^fV : ^xf ^=2 : l) ; 

NMR(CDC1 3 ) : 5 1.37 (m, 1H), 1.90 (m, 6H), 2.75 (m, 3H), 3.44 (s, 3H), 4.63 (d, J 
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= 12.64 Hz, 1H), 5.07 (m, 4H), 5.93 (s, 1H), 6.77 (d, J = 2.75 Hz, 1H), 6.85 (m, 2H), 
6.94 (d, J = 3.02 Hz, 1H), 7.24 (m, 1H), 7.38 (m, 5H), 7.64 (d, J = 8.79 Hz, 1H) D 

H»3 3 (4) 

5 7-<y-^t^v'-N- (4 h^rv^ h^v-- 3 - ^ 

-2, 3, 4, 5-fF5tKP-lH-l — <^XTifk 0 ^- 1 -#/M? 
K 

T L C : R f 0.30 (n -^f-y : BKfta^= 2:1) ; 
NMR(CDC1 3 ) : 8 1.37 (m, 1H), 1.90 (in, 3H), 2.19 (s, 3H), 2.73 (m, 3H), 3.46 (s, 
10 3H), 4.64 (d, J = 13.46 Hz, 1H), 5.08 (s, 2H), 5.12 (s, 2H), 6.08 (s, 1H), 6.88 (m, 3H), 
7.01 (m, 1H), 7.13 (d, J = 2.75 Hz, 1H), 7.19 (d, J = 8.52 Hz, 1H), 7.41 (m, 5H) 0 

mmm 33(5) 

7-^ h=¥V-N- (4-^ h^v^ b*->- 2-^7^7:^/1/) -2, 
15 3, 4, 5-r h7t Ka-lH-l-'<yXr-tft°y-l-^>v'7 
5 K 

TLC : R f 0.26 (n-^-fy : ffigt^<?-/U= 2 : 1) ; 
NMR(CDC1 3 ) : 5 1.39 (m, 1H), 1.90 (m, 6H), 2.75 (m, 3H), 3.44 (s, 3H), 3.83 (s, 
3H), 4.63 (d, J = 13.74 Hz, 1H), 5.10 (s, 2H), 5.94 (s, 1H), 6.82 (m, 4H), 7.25 (d, J = 
20 7.69 Hz, 1H), 7.63 (d, J = 8.79 Hz, 1H) 0 

3 (6) 

7-/ h^V-N- (4-^ b^-y- Z-tf-JV? x.~)V) -2, 

3, 4, 5-7 h7t Ko-lH-1 — iyXTf tfy- 1 -#/M?=*ri/T 
25 ^ K 

T L C : R f 0.31 (n -^rf-y : g^^^vU= 2:1) ; 
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NMR(CDC1 3 ) : 5 1.37 (m, 1H), 1.84 (m, 3H), 2.19 (s, 3H), 2.71 (m, 3H), 3.46 (s, 
3H), 3.84 (s, 3H), 4.64 (d, J = 13.46 Hz, 1H), 5.12 (s, 2H), 6.08 (s, 1H), 6.78 (m, 1H), 
6.84 (d, J = 2.75 Hz, 1H), 6.91 (d, J = 8.79 Hz, 1H), 7.01 (m, 1H), 7.13 (d, J = 2.47 
Hz, 1H), 7.20 (d, J = 8.52 Hz, 1H) 0 

5 

mmm3s (7) 

7-^>'^M-^v'-N- (2-7/U^"P-4-^ h^SO* |<*i/7i=^) 
-2, 3, 4, 5-7" h?t Kn- 1H- 1 -xyXTfl^y- 1 
*V7 5 K 

10 TLC:Rf 0.26 (n-^fy:fti^-3 : 1) ; 

NMR(CDC1 3 ) : 5 1.40 (m, 1H), 1.89 (m, 3H), 2.75 (m, 3H), 3.44 (s, 3H), 4.63 (d, J 
= 13.74 Hz, 1H), 5.08 (s, 2H), 5.09 (s, 2H), 6.29 (d, J = 2.47 Hz, 1H), 6.72 (m, 1H), 
6.78 (m, 1H), 6.86 (dd, J - 8.52, 3.02 Hz, 1H), 6.93 (d, J = 2.75 Hz, 1H), 7.22 (d, J = 
8.52 Hz, 1H), 7.41 (m, 5H), 7.97 (t, J = 9.07 Hz, 1H) 0 

15 

»J3 3 (8) 

N- (5-^^-1, 3-fr^/v-2-^;l/) -2, 3, 4, 5 — r 
F7tFn-lH-l -^yX/f tr^- l -#/m?3fW5 K 
T L C : R f 0.38 ( n : «^/k= 1:1) ; 

20 NMR(CDC1 3 ) : 5 1.36 (m, 1H), 1.86 (m, 3H), 2.35 (m, 3H), 2.78 (m, 3H), 4.66 (d, J 
= 14.01 Hz, 1H), 6.90 (d, J = 1.37 Hz, 1H), 7.29 (m, 5H) 0 

«M 3 4 

4- (2, 3, 4, 5— r h7t Kn-lH-l-^yXTf^-l-'f 

mmmi2 (2) t?jKJtbfc^*©ftt> 5^*^93 2 (135) -cm 
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TLC:Rf 0.39 D P OvVJ* : } ? J —)V= 5 : 1 ) ; 
NMR (DMSO-d 6 ) : 8 1.61 (m, 2H), 1.73 (m, 2H), 2.69 (m, 2H), 3.49 (m, 2H), 4.16 
5 (d, J = 6.04 Hz, 2H), 4.57 (m, 2H), 5.60 (m, 1H), 6.83 (m, 2H), 7. 19 (m, 6H) D 

HJfcM 3 5 

N- (2, 3, 4, 5— r b7t Ko- 1H- t"^- 1 

io »^ 1 7 -emig Ltz.\t&m<nRt> v ^mmm 32 (71) t?»js t/dt 

T L C : R f 0.42 (g^^/i^) ; 

NMR (DMSO-d 6 ) : 6 1.63 (m, 4H), 2.60 (m, 2H), 2.89 (dd, J = 13.64, 7.96 Hz, 
15 1H), 2.99 (m, 1H), 3.37 (m, 2H), 4.36 (m, 1H), 5.14 (tn, 1H), 7.17 (m, 9H), 12.47 (m, 
1H) 0 

H«3 6 (1) ~|«j3 6 (8) 

2, 3, 4, 5 - 7 h 7 k Kp - 1 H- 1 -^y/7f t'y©^ "3 

20 ^-rzit&vozm^x, mmmi ix*zh5xmtmmimftLx&>T<D 
mmw3 6 (i) 

N-^z-v 5 ^- 2, 3, 4, 5-fh7t Ko-lH-l-^yX7f tfy 
25 -l-^/^-M-T^ K 

TLC;Rf 0.37 (gfc^n^ : n -^frf- > = 1 : 4 ) ; 
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NMR (CDClj) : 8 1.41 (m, 1H), 1.80 (m, 1H), 2.01 (m, 1H), 2.32 (m, 1H), 2.71 (m, 
2H), 2.98 (m, 1H), 4.76 (dd, J = 15.11, 5.22 Hz, 1H), 4.94 (m, 1H), 5.41 (m, 1H), 
5.62 (m, 1H), 7.24(m,9H) D 

5 ^*te^3 6 (2) 

N- (4 -yj^n^yi/jU) -2, 3, 4, 5-fh7tKn-lH-l 
-^yX7ft°>-l-*;^W? K 
TLC :Rf 0.30 (gMktfvl' : n -^^V= 1 : 4 ) ; 
NMR (CDC1 3 ) : 5 1.40 (m, 1H), 1.79 (m, 1H), 2.01 (m, 1H), 2.31 (m, 1H), 2.69 
10 (m, 2H), 2.98 (m, 1H), 4.70 (dd, J = 15.11, 4.94 Hz, 1H), 4.91 (m, 1H), 5.39 (m, 1H), 
5.61 (m, 1H), 6.97 (m, 2H), 7.24 (m, 6H) 0 

«M3 6 (3) 

N- (2 -^^vV^^v'^^vvl'') -2, 3, 4, 5— ^h5fcKP— 1 

15 h- i-^yxrfify- K 

TLC:Rf 0.68 (gft&oLj-jx, : n -^^-y= i : 3) ; 
NMR (CDCI3) : 5 1.33 (m, 1H), 1.74 (m, 1H), 1.94 (m, 1H), 2.25 (m, 1H), 2.60 
(m, 2H), 2.90 (m, 1H), 4.80 (dd, J = 13.91, 4.76 Hz, 1H), 4.91 (s, 2H), 4.99 (m, 1H), 
5.36 (m, 1H), 6 .02 (m, 1H), 6.82 (d, J = 8.42 Hz, 1H), 6.92 (t, J = 6.96 Hz, 1H), 7.17 
20 (m, 11H) 0 

mmwae (4) 

N— -2, 3, 4, 5-rF7tKQ-lH- 

1 -^yXTft'y- 1 -^;^W-; K 
25 TLC:Rf 0.28 (n -^1^ : gfl&ufvl^ 9 : 1 ) ; 

NMR (CDCI3) : 8 1.34 (m, 1H), 1.76 (m, 1H), 1.95 (m, 1H), 2.26 (m, 1H), 2.63 
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(m, 2H), 2.92 (t, J = 12.63 Hz, 1H), 4.78 (dd, J = 14.83, 5.31 Hz, 1H), 4.93 (m, 1H), 
5.35 (d, J = 13.55 Hz, 1H), 5.98 (t, J = 4.94 Hz, 1H), 6.75 (m, 3H), 7. 17 (m, 9H), 7.44 
(dd, J = 7.51, 1.65 Hz, 1H) 0 

5 «#|3 6 (5) 

N— ( 2 —^s&tVUr^i/— 4 — ^ p P^X^/V) -2, 3, 4, 
7t Kb- 1 H- 1 — <l/XTl£\fy- 1 -U/MRf-XTS. K 
TLC:Rf 0.30 (n V : KSfe^/U= 9 : 1 ) ; 
NMR(CDC1 3 ) : 8 1.33 (m, 1H), 1.75 (m, 1H), 1.96 (m, 1H), 2.23 (m, 1H), 2.61 (m, 
10 2H), 2.90 (t, J = 12.82 Hz, 1H), 4.72 (dd, J = 14.83, 5.3 1 Hz, 1H), 4.94 (m, 3H), 5.34 
(d, J = 13.18 Hz, 1H), 5.92 (t, J = 5.13 Hz, 1H), 6.83 (d, J = 1.83 Hz, 1H), 6.91 (dd, J 
= 7.87, 2.01 Hz, 1H), 7.19 (m, 10H) o 

mmm 3 6 < 6 ) 

15 N- (2-^nn-4-7/^nXy^) -2, 3, 4, 5-rf7tK 

p-iH-i-^yxrffcV-i - K 

TLC:Rf 0.40 (n -^1^ : @£g£^5vU= 9 : 1 ) ; 
NMR (CDC1 3 ) : 5 1.36 (m, 1H), 1.79 (m, 1H), 1.99 (m, 1H), 2.27 (m, 1H), 2.70 
(m, 2H), 2.96 (m, 1H), 4.68 (dd, J = 15.01, 5.49 Hz, 1H), 4.96 (m, 1H), 5.33 (d, J = 
20 13.91 Hz, 1H), 5.85 (t, J = 5.49 Hz, 1H), 6.94 (m, 1H), 7.05 (dd, J = 8.42, 2.56 Hz, 
1H), 7.13 (m, 1H), 7.28 (m, 3H), 7.45 (dd, J = 8.42, 6.22 Hz, 1H) 0 

»|3 6 (7) 

N— (4-^y'>t#V- 2-^ PP^y^) -2, 3, 4, 
25 7t Kn- 1 H- 1 -^yXr^ fV- l -#/utf<?>*T$ K 
TLC:Rf 0.29 (n -^MM' : flEfe^fvl^ 9 : 1 ) ; 
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NMR (CDCI3) : 5 1.37 (m, 1H), 1.78 (m, 1H), 1.99 (m, 1H), 2.26 (m, 1H), 2.69 
(m, 2H), 2.94 (t, J = 12.45 Hz, 1H), 4.65 (dd, J = 15.01, 5.49 Hz, 1H), 4.92 (m, 1H), 
5.01 (s, 2H), 5.3 5 (d, J = 13.55 Hz, 1H), 5.81 (t, J = 5.68 Hz, 1H), 6.82 (dd, J = 8.42, 

2.56 Hz, 1H), 6.93 (d, J = 2.20 Hz, 1H), 7.13 (m, 1H), 7.30 (m, 9H) D 

5 

mmm 3 6 (8) 

N- {2 - [^fvu (;7^~/i/) T^y] ^^vvW -2, 3, 4, 5--T 
hyk Kp- 1 H- 1 --<^XTif fcV- 1 -^A^^T? K 
T L C : R f 0.69 (ftg^fvU : n -^^->= 1 : 2 ) ; 
10 NMR (CDCI3) : 5 1.33 (m, 1H), 1.76 (m, 1H), 1.95 (m, 1H), 2.26 (m, 1H), 2.63 
(m, 2H), 2.91 (m, 1H), 3.03 (m, 3H), 4.74 (m, 2H), 5.37 (m, 1H), 5.83 (in, 1H), 6.38 
(m, 2H), 6.70 (m, 1H), 7.06 (m, 4H), 7.24 (m, 5H), 7.42 (m, 1H) C 

H«J3 7 

15 N— (4-b Ka= 3 r^7jx/i/) - 5 - 1 Kp drv— 2 , 3, 4, 5 — f h 
7t K p — 1 H — 1 -^OXTif ty- 1 -*^#V7 5 K 

2, 3, 4, 5 - l H-r t Kp^yXrf \f><Dftt>*) Km^M6 
UW&LfZik&m, *5«tr>*3-v'^ p^dr>>^p t^yftOffcbB £4- 
^S?/^* V£&*&*r/flV>T. «$I 1 2 1 4 -gifcfll 2 T*^ 

TLC:Rf 0.39 (Mitt f W ■ * * J 1 0 : 1 ) ; 

NMR(CDC1 3 +CD 3 0D) : 5 7.80-7.68 (m, 1H), 7.49-7.26 (m, 3H), 7.08-7.01 (m, 
2H), 6.75-6.68 (m, 2H), 6.25 (brs, 1H), 4.90-4.83 (m, 1H), 4.64-4.41 (m, 1H), 2.81- 

2.57 (m, 1H), 2.12-1.96 (m, 2H), 1.83-1.49 (m, 2H) Q 

25 

»M 3 8 
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2, 3, 4, 5 -r h 7 t Ko - 1 H- 1 -^yX7f tV- 1 - */W#> 
i/T % K 

###Jl 2^»ffiLfc{fc£»©ffcb0fc:2, 3, 4, 5-fh7tKP- 
1H- 1 -^yXT-tftTVSrffiV^T, H»9T^^ti5^^|53«^» 

T L C : R f 0.29 (M^fvu) ; 

NMR (CDC1 3 ) : 8 1.34 (m, 1H), 1.90 (m, 3H), 2.75 (m, 3H), 4.34 (m, 2H), 4.59 
(m, 1H), 7.25 (m, 4H) Q 

10 2 2 

1 - ^/]/^yx/U-fc=L/U- 2H, 3H, 4H, laH, 8bH-^yy [f] 
[2, 3 -d] T-f^JVM Kn^t 0 ^ 



1 - h/l^n>-;*/V*-/U- 2, 3, 4, 5-7h7t Ko^yX/f tV 
15 (2.0 g) (OmttT-^y (10ml) M^«T, 3-*PPifi£&#|fe 
(2.89 g) SrJDx., Mt'5B|rWtfc 0 S^^^^tRtK^O^, ItSfc* 

*aiu wr^MitirW-t-s^s^fe (2.395 g) &mit 0 

20 TLC : R f 0.43 (n-^^^ : BM^^=2 : 1) 0 



4-fc Kn^f- 1 - Wlo^:/*/!^^ /U- 2 , 3, 4, 5-Tb7t Kp 




2 3 
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- 1H- 1 -^<yX7ft> 

fc^ikV f^7/V^^ (2 5 4mg) f7tKo77y (10 

ml) ^«^»Ts ±1B#%M2 2T-$SB£Lfcfl^fe (2.29 g) ^P^L, 

M-e i i^rajt^ Lfe 0 u ia?p«^ h y <^«$c (1.25 

5 ml) ^D^^ 0 WW^^6B'J^5^^«^L,^T^W^W-rs^M^ 

(2.351 g) &#fc„ 
TLC : R f 0.15 (n-^lJ-^ : H=$^fvV= 2 : 1) „ 

2 4 

10 1 - h/l/^^^^^^/U- 2, 3, 4, 5-ff7tKP-l 

H- 1 -^yXTftv 

±f2##0j2 (2.35g) caifefl^^l^ (7ml) -v> 

^fv^/Wft^v'K (7ml) ^{CtK^T, h V ^fvUT K V (2.8ml) 
jskXPEMimn- tfVityffit (3.19 g) U&Vo*g.M.X*9 0#W 

15 J8#Lfc„ S^^(-7K^P^ ft»if^iHiLfc, fil^lNl 

- (n-^^-y : gtfig^i^u=3 : 1 -* 2 : 1) -effrKU J^T^tHM 
SrW-T5Sia^«J (1-58 g) £#7t 0 

20 TLC : R f 0.43 (n-^t> : ft»xf /l/=2 : 1) ; 

NMR(CDC1 3 ) : 5 2.44 (s, 3H), 2.67 (m, 2H), 3.34 (s, 2H), 3.96 (dd, J = 7.14, 5.49 
Hz, 2H), 7.16 (m, 1H), 7.29 (m, 5H), 7.65 (d, J = 8.52 Hz, 2H) 0 

2 5 

25 1 - V/is^l/XjV-fc—jV- 2, 3, 4, 5-rhnKa-lH-l-^y 
XTif t° >- - 4 - ^ > 1/ ^^r ^ -/^ 
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_tfB###|2 4-eKJitfc'fb'&* (787mg) O^^ify (1 0ml) 
^l/^y (0.28ml) fc.tt^h^^^;^^ (24mg) ttx., 

T L C : R f 0.41 (n -^^fy : Si^f /V= 2:1) ; 

NMR(CDC1 3 ) : 6 1.96 (m, 2H), 2.41 (s, 3H), 2.54 (s, 2H), 3.89 (m, 6H), 7.22 (m, 

6H), 7.59(d,J = 8.52Hz,2H) 0 

10 

2 6 

2, 3, 4, 5 — T h7 t Ko- 1 H— 1 —^yXT^^iy— 4 -t^v 1 K 

±1E###J 2 5 "CUtit Ltcfc&W (921mg) ©^/-/MlOml) 
15 iW:7 0tt^^V^Ai (3 0 4mg) SrAflX.. 

tfc 0 m&m^y**sv&n asomg) 3#iwj*#u 

K^^v^^ (I5 0mg) Srinx., 3flfP H 1jf#U/c 0 Rjc&i£^Sr» 

I^ftSilft^ (4 8 8mg) £#fc„ 
20 T L C : R f 0.56 (n -^rU"^ : ^^xf/k= 1 : 1 ) 0 



MMM 3 9 

N- U-^/i^n^c/vvu) -2, [i-^yx'7f 
fc°^-4, 2' - [1, 3] iSttyyy] -1 (5H) -iJ/^^rv'T^ 
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F 



TLC : R f 0.30 (n-^l^ : 1 : D ; 

5 NMR(DMSO-d fi ): 6 1.84 (m, 2H), 2.87 (s, 2H), 3.89 (m, 4H), 4.16 (d, J = 5.77 Hz, 
2H), 6.33 (t, J = 5.91 Hz, 1H), 7.19 (m, 8H) Q 

HJE0IJ4 0 

N- (4-7/l'tP'<yv ? /l') -4-^"^y-2, 3, 4, 
io p-ih-i -^yxr^t'y- 1 -*/V$>->7^; K 

±1EHWJ3 9-C$i5tLfcfb^ (1 2 Omg) (D^^y-/^ (5ml ) 
^StM-C'2Nlli (lml) *MtL. Lfco sjca-fr* 

15 «Lfc 0 iglr n -^^rfy/^f /^fcS^l uT<nmmm^ 

TLC : R f 0.27 (n-^t^ : Sf»if ^= i : i) ; 

NM R(CDC1 3 ) : 5 2.74 (m, 2H), 3.68 (m, 2H), 4.37 (d, J = 5.77 Hz, 2H), 4.74 (t, J = 

5.91 Hz, 1H), 6.99 (m, 2H), 7.27 (m, 6H)„ 

20 

mmm4 1 

N- U-^/i^p^^vvL') -4-t FP d rv'-2 ) 3, 4, 
kKP-lH-1 -^yXT-feftV- 1 -*/l/#dfv'7 * K 
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±ffiH*mO"CMLfcfl;£tt (4 7mg) <Ot9/-;V (1ml) ® 
5 U 7^^Pvh^7 7/ - (n -^=3ft y : Iffilif />= 1 : 

3-1:4) x-mmu &T<D®&m*G'tz>*%w4k'&va*&ito 

TLC:Rf 0.29 (ftSft^^ : n -^f-y = 3 : 1 ) ; 
NMR (DMSO-d 6 ) : 8 1.72 (m, 1H), 1.87 (m, 1H), 2.78 (m, 2H), 3.19 (m, 1H), 
3.69 (m, 1H), 3.84 (m, 1H), 4.21 (d, J = 6.04 Hz, 2H), 4.36 (s, 1H), 5.82 (s, 1H), 7.15 
10 (m, 8H) 0 

2 (1) ~f?i60tj4 2 (3 3) 

i5Jfi«i 2 (2) xmmvit{£&®<Dftt>QKft%'fz<K£tmR^x* 
15 fc&vo*ntc B 

IfiM4 2 (1) 

N- (4-t Fo^r^^x^) -8-7/1^13-2, 3, 4, 5-rf7 
fc Kn-lH-l-^yXTiff^-l-^/u^drv'r? K 
20 TLC:Rf 0.41 (n -^^^ : gfflfcn^7U= 1 : 1 ) ; 

NMR(DMSO-d 6 ) : 6 9.01 (s, 1H), 7.65 (s, 1H), 7.35-7.28 (m, 1H), 7.16-7.09 (m, 
2H), 7.07-6.99 (m, 2H), 6.63-6.57 (m, 2H), 3.74-3.36 (m, 2H), 2.75-2.64 (m, 2H) ; 
1.76-1.64 (m, 2H), 1.63-1.49 (m, 2H) 0 

25 »4 2 (2) 

N— (4-t Kd^7x^) - 9 -ff-tV- 2, 3, 4, 5 -T h 5 fc 
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Kd- i h- i -^yxrfi^y- i -juv-ft^i/T 5 k 

TLC:Rf 0.37 ( n : m&^^= 1 : 1 ) ; 

NMR(CDC1 3 ) : 5 7.21-7.12 (m, 3H), 7.00-6.95 (m, 2H), 6.75 (s, 1H), 6.66-6.60 (m, 
2H), 5.88 (s, 1H), 4.63 (m, 1H), 2.87 (m, 1H), 2.74-2.59 (m, 2H), 2.31 (s, 3H), 2.14- 
5 1.99 (m, 2H), 1.77 (m, 1H), 1.35 (m, 1H) D 

H«4 2 (3) 

N— (4-t Ko^rv'7i^V') - 6 - ^^/U- 2, 3, 4, 5-fF7t 
Ko-lH-1 -sOXTH try- 1 -*;u*>v-T 5 K 
10 TLC:Rf 0.38 ( n — dMJ-y : @t^^= 1 : 1 ) ; 

NMR(CDC1 3 ): 5 7.17-7.13 (m, 3H), 7.05-7.00 (m, 2H), 6.70-6.62 (m, 2H), 6.44 (s, 
1H), 6.07 (s, 1H), 4.59 (d, J = 13.8 Hz, 1H), 3.00 (dd, J = 13.8, 6.0 Hz, 1H), 2.77-2.56 
(m, 2H), 2.39 (s, 3H), 2.08-1.98 (m, 2H), 1.74 (m, 1H), 1.30 (m, 1H) 0 

15 2 (4) 

7-7/M-P-N- (4-tFP^7i=/l/) -2, 3, 4, 5-7^7 
t Kn- 1 H- 1 -^yXTif t'v- 1 -X/utf^i/T ? K 
TLC:Rf 0.38 (n -^^y : @f^7Vk= 1 : 1 ) ; 
NMR(CDC1 3 ) : 5 1.37 (m, 1H), 1.92 (m, 3H), 2.74 (m, 3H), 4.64 (m, 1H), 5.98 (s, 

20 1H), 6.40 (s, 1H), 6.65 (m, 2H), 7.00 (m, 4H), 7.28 (dd, J = 8.52, 5.22 Hz, 1H) 

2 (5) 

N— -5-^^-2, 3, 4, 5-xh7t 

Ko-IH- i -^vX71f tfy- 1 - *;^*^7 5 K 
25 TLC:Rf 0.37 (gjflfci:^ : n -^=¥f-y= 1 : 1 ) ; 

NMR (CD 3 OD) : 5 1.33 (m, 3H), 2.00 (m, 4H), 2.88 (m, 2H), 4.49 (m, 1H), 6.67 
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(m, 2H), 7.04 (m, 2H), 7.31 (m, 4H) C 
MMM4 2 (6) 

N— (4-7^/7i^) -7-^^-2, 3, 4, 5--rh7fcKa 
5 - 1 H- 1 -^>X7f tV- 1 -#;Wt?3rv'T 5 K 

TLC:Rf 0.26 (Jfrffc^ \sV : gB&3i<?vU= 1 : 1 ) ; 
NMR (CDC1 3 ) : 5 7.17 (d, J = 8.7 Hz, 1H), 7.11-7.05 (m, 4H), 6.60-6.57 (m, 2H), 
6.03 (s, 1H), 4.83-4.48 (br, 1H), 3.48 (bs, 2H), 2.95-2.50 (br, 3H), 2.36 (s, 3H), 2.10- 
1.70 (br, 3H), 1.48-1.22 (br, 1H) 0 

10 

«M4 2 (7) 

N- (4-7?;7x^) -7-tKP^rv'-2, 3, 4, 5-fF7t 
Kn-lH-1 — <^XTi? \fy- 1 -#/M*>->T 5 K 
T L C : R f 0.38 (g^^fvU) ; 
15 NMR (CDCI3 : CD 3 OD= 2 : 1 ) : 8 7.11 (d, J = 8.4 Hz, 1H), 7.04-6.99 (m, 2H), 
6.78 (d, J = 2.7 Hz, 1H), 6.72 (dd, J = 8.4, 2.7 Hz, 1H), 6.68-6.63 (m, 2H), 6.26 (s, 
1H), 4.52 (m, 1H), 2.82-2.67 (m, 3H), 1.96-1.81 (m, 3H), 1.37 (m, 1H) 0 

IMJ4 2 (8) 

20 N— -7-^h=¥^-2, 3, 4, 5-rh7tK 

p-iH-i -<yX7ft'y- 1 -D/v^i/T ^ F 

T L C : R f 0.43 ; 

NMR (CDCI3) : 5 7.20 (d, J = 8.7 Hz, 1H), 7.09-7.04 (m, 2H), 6.83 (d, J = 2.7 Hz, 
1H), 6.75 (dd, J = 8.4, 3.0 Hz, 1H), 6.61-6.56 (m, 2H), 6.02 (s, 1H), 4.64 (m, 1H), 
25 3.83 (s, 3H), 3.48 (s, 2H), 2.87-2.59 (m, 3H), 1.99-1.78 (m, 3H), 1.35 (m, 1H) 0 
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MteM4 2 (9) 

7-fc Kodrv^-N- (4-k Kn ;3 E->-2-/f;i'7i^) -2, 3, 
4, 5 -r h7t Kn- 1 H- 1 -^^XTi? W— 1 - *;^*V7? K 
TLC:Rf 0.27 (n -^^V : RflfcnTvl^ 1 : 2) ; 
5 NMR (CD 3 OD) : S 7.14 (d, J = 8.4 Hz, 1H), 7.05 (d, J = 8.4 Hz, 1H), 6.75 (d, J = 
2.7 Hz, 1H), 6.70 (dd, J = 8.4, 2.7 Hz, 1H), 6.58 (d, J = 2.7 Hz, 1H), 6.55 (dd, J = 8.4, 
2.7 Hz, 1H), 4.58-4.38 (br, 1H), 2.90-2.55 (br, 3H), 2.03-1.79 (m, 6H), 1.50-1.26 (br, 
1H) 0 

10 M1&M4 2(10) 

7-tKP^>-N- (4-tKn^>-3-^f/l'7i^) -2, 3, 
4, 5-fh7t Ko-lH-1-' <>XTWy-l-#/l'tf*i'7$ K 
TLC:Rf 0.31 (n -^M^ : gflfe^fvi^ 1 : 1 ) ; 
NMR (CD3OD) : 5 7.08 (d, J = 8.4 Hz, 1H), 6.92 (d, J = 2.7 Hz, 1H), 6.87 (dd, J = 

15 8.4, 2.7 Hz, 1H), 6.74 (d, J = 2.7 Hz, 1H), 6.69 (dd, J = 8.4, 2.7 Hz, 1H), 6.62 (d, J = 
8.4 Hz, 1H), 4.70-4.30 (br, 1H), 2.90-2.50 (br, 3H), 2.12 (s, 3H), 2.09-1.69 (br, 3H), 
1.52-1.20 (br, 1H) 0 

I»]4 2 (11) 

20 6 — ~7 jVfru — N— (4-t Ko d rv'7i^) -2, 3, 4, 5-f^7 

TLC:Rf 0.36 (gf-^;c^vU : n -^^f-^= 1 : 1 ) ; 
NMR (DMSO-d 6 ) : 5 1.59 (m, 2H), 1.72 (m, 2H), 2.74 (m, 2H), 3.58 (m, 2H), 
6.60 (m, 2H), 7.04 (t, J = 7.69 Hz, 1H), 7.12 (m, 3H), 7.22 (m, 1H), 7.63 (s, 1H), 9.00 
25 (s, 1H) 0 



188 



WO 03/068753 



PCT/JP03/01481 



WJ4 2(12) 

N- (4-fcKD^>-2-^f/V7i^) -7 h*^-2, 3, 4, 
5-fh7t Kn- 1 H- 1 -^yX7f tV- 1 - ^;^>^7^ K 
TLC:Rf 0.19 ( n : ifflfc^^= 1 : 1 ) ; 
5 NMR (CDC1 3 ): 5 7.26 (d, J = 8.4 Hz, 1H), 7.07-7.04 (m, 2H), 6.84 (d, J = 3.0 Hz, 
1H), 6.78 (dd, J = 8.4, 3.0 Hz, 1H), 6.44-6.41 (m, 2H), 5.81 (s, 1H), 4.62 (m, 1H), 
3.82 (s, 3H), 2.92-2.63 (m, 3H), 2.02-1.77 (m, 6H), 1.38 (m, 1H) D 

IM14 2 (13) 

10 N- (4-t Knaf^-3-^Wx=;l/) -7-^h^^-2, 3, 4, 

TLC:Rf0.29 (n -^f-^ : gHfc^vl^ 1 : 1 ) ; 
NMR (CDC1 3 ) : 5 7.21 (d, J = 8.4 Hz, 1H), 6.98 (d, J = 2.4 Hz, 1H), 6.89 (dd, J = 
8.4, 2.4 Hz, 1H), 6.83 (d, J = 3.0 Hz, 1H), 6.78 (dd, J = 8.4, 3.0 Hz, 1H), 6.58 (d, J = 
15 8.4 Hz, 1H), 6.03 (s, 1H), 5.60 (bs, 1H), 4.63 (m, 1H), 3.83 (s, 3H), 2.88-2.60 (m, 3H), 
2.15 (s, 3H), 2.00-1.76 (m, 3H), 1.36 (m, 1H) 0 

H«4 2(14) 

N- (2-7/^D-4-tKo^7i^) -7-tKP^-2, 3, 
20 4 , 5-fh7t Ko-lH-l-^Xrf tV-l-*M>^7 5 K 
TLC:Rf 0.21 ( n -^*^y : g»nfvU= 1 : 1 ) ; 
NMR (CD3OD) : 5 7.31 (t, J = 9.0 Hz, 1H), 7.11 (d, J = 8.1 Hz, 1H), 6.74 (d, J = 
2.7 Hz, 1H), 6.69 (dd, J = 8.1, 2.7 Hz, 1H), 6.54-6.47 (m, 2H), 4.57-4.37 (br, 1H), 
2.83-2.67 (m, 3H), 1.98-1.78 (m, 3H), 1.48-1.26 (br, 1H)„ 

25 

S»4 2 (1 5) 
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N— (3-7/^P-4-t Kn^v'^^/u) - 7 - 1 Ka dfv'- 2 , 3, 
4, 5-ff7tKn-lH-l <yX7f £>- 1 -*/H^r^7; K 
TLC:Rf 0.32 ( n —^^y : W^^= 1 : 1 ) ; 
NMR (CD 3 OD) : 8 7.16 (m, 1H), 7.06 (d, J = 8.4 Hz, 1H), 6.79-6.67 (m, 4H), 
5 4.62-4.38 (br, 1H), 2.86-2.48 (br, 3H), 2.10-1.66 (br, 3H), 1.54-1.22 (br, 1H) C 

HM4 2(16) 

7-tKo^-N- (4-tKD^>-3-n^7i^) -2, 3, 
4, 5-ff7t Kd- 1 H- 1 — <yX7f tV- 1 -7J/V*>v/T5; K 
10 TLC:Rf 0.31 (n -^df-f-y ; g^^^/l— 1 : 2 ) ; 

NMR (CD3OD) : 6 7.08 (d, J = 8.1 Hz, 1H), 6.98 (d, J = 2.4 Hz, 1H), 6.75-6.57 
(m, 4H), 4.65-4.38 (br, 1H), 3.80 (s, 3H), 2.85-2.50 (br, 3H), 2.10-1.70 (br, 3H), 1.50- 
1.26 (br, 1H) 0 

15 UU&0II4 2(17) 

7-TS;y-N- (4-tKn^>7i^) -2, 3, 4, 5-ff7t 

Kn - 1 H- 1 <yXTif 1 -*M>i/7 ? K 

TLC;Rf 0.32 mm^^ : n-^^y=2 : 1) ; 

NMR (CDCI3) : 8 1.28 (m, 1H), 1.95 (m, 3H), 2.64 (m, 3H), 4.56 (m, 1H), 6.20 (s, 

20 1H), 6.56 (m, 1H), 6.62 (d, J = 2.75 Hz, 1H), 6.71 (m, 2H), 7.06 (m, 3H) C 

WI4 2 (18) 

N— (4-tKn^V7i^) -5, 5-v f ^^/L'-2, 3, 4, 5 -7 1 
h7t Kp- 1 H- 1 -^yX7-lf tV- 1 - ^/^^v^7 5 K 
25 TLC:Rf 0.33 (H^c^/L- : n -^f-^ 1 : 1 ) ; 

NMR (CDC1 3 ) : 8 1.30 (s, 3H), 1.46 (s, 3H), 1.54 (m, 1H), 1.71 (m, 2H), 2.23 (m, 
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1H), 2.67 (m, 1H), 4.71 (m, 1H), 6.10 (m, 2H), 6.64 (m, 2H), 7.01 (m, 2H), 7.30 (m, 
3H), 7.50 (m, 1H) Q 

mmm* 2(19) 

5 N- (4-r?y7i^) -1 -y 3, 4, 5--rh7fcK 
p- 1H- l-^yXTi? try- l-fl/MfcfrW 5 F 
TLC:Rf 0.26 (ftSfcr^vU : n -^MJ-y= 2 : 1 ) ; 
NMR (CDCI3) : 6 1.36 (m, 1H), 1.92 (m, 3H), 2.73 (m, 3H), 3.51 (s, 2H), 4.67 (m, 
1H), 5.93 (s, 1H), 6.60 (m, 2H), 6.96 (td, J = 8.31, 2.88 Hz, 1H), 7.04 (m, 3H), 7.27 
10 (tn, 1H) 0 

£ttffl4 2 (2 0) 

N-^>-7-kKP^-2, 3, 4, 5-f h7t Ko-lH-1 
-^yXTft'y- l -tuvif^sTX K 

15 TLC:Rf 0.42 (n -^If^ : BH&tfvl^ 1 : 1 ) ; 

NMR (CD3OD) : 5 1.34 (m, 1H), 1.86 (m, 3H), 2.65 (m, 3H), 4.34 (m, 3H), 5.81 
(s, 1H), 6.64 (dd, J = 8.24, 2.75 Hz, 1H), 6.69 (d, J = 2.75 Hz, 1H), 6.99 (d, J = 8.52 
Hz, 1H), 7.22 (m, 5H) D 

20 HJfe0»j4 2(21) 

N— (4-tFD^rv"<y'» -2, 3, 4, 5-fh7tKa-lH- 

1 -^yXT-tf t°y- 1 -^;^>^7$ K 

TLC:Rf 0.38 (n -^Mf^ : g£^cfvU= 1 : 2) ; 

NMR (CDC1 3 ) : 5 7.27-7.16 (m, 4H), 7.05-7.00 (m, 2H), 6.76-6.71 (m, 2H), 6.67 
25 (s, 1H), 4.65-4.61 (m, 2H), 4.40-4.26 (br, 2H), 2.90-2.50 (br, 3H), 2.14-1.72 (br, 3H), 

1.50-1.20 (br, 1H) 0 
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mmm* 2(22) 

N- (A-y/U^-u^yit/U) -7-t Kndrv-- 2, 3, 4, 5 -"T h 7 
tKn-lH-1 -^yXT^K'y- 1 -jJAstti/T 5 K 
5 TLC:Rf 0.29 ( n -^1^^ : IBfcnfvl^ 1 : 1 ) ; 

NMR (CD 3 OD) : 8 1.28 (m, 1H), 1.83 (m, 3H), 2.61 (m, 3H), 4.25 (s, 2H), 4.43 
(m, 1H), 5.88 (m, 1H), 6.64 (dd, J = 8.24, 2.75 Hz, 1H), 6.69 (d, J = 2.75 Hz, 1H), 
6.99 (m, 3H), 7.22 (m, 2H) 0 

10 2 (2 3) 

N— {2- [J.^ (3-^^7*^/U) -7-t Kp 

*i/-2, 3, 4, 5 - f h 7 t Ko - 1 H - 1 -^yXTif tV- 1 

TLC:Rf 0.45 (n-^i-y : gflgi?vU = 1 : 1) ; 
15 NMR (CDC1 3 ) : 6 1.07 (t, J = 7.00 Hz, 3H), 1.27 (m, 1H), 1.82 (m, 3H), 2.28 (s, 
3H), 2.57 (m, 3H), 3.30 (m, 6H), 4.50 (m, 2H), 5.29 (m, 1H), 6.49 (m, 3H), 6.59 (dd, 
J =8.38, 2.88 Hz, 1H), 6.70 (d, J = 3.02 Hz, 1H), 6.90 (d, J = 8.24 Hz, 1H), 7.06 (m, 
1H) 0 

20 H«4 2 (2 4) 

8 — 17 n — N — -2, 3, 4, 5-f f7 

t Kn-lH-1-' <^XTif t 0 ^- l-^7/^>v-T 5: K 
TLC:Rf 0.57 (n -^^y : |^xf/V= 2 : 1 ) ; 
NMR (DMSO-d 6 ) : 8 1.57 (m, 2H), 1.71 (m, 2H), 2.66 (m, 2H), 3.49 (m, 2H), 

25 4.12 (d, J = 5.77 Hz, 2H), 5.91 (m, 1H), 6.67 (m, 2H), 6.98 (m, 4H), 7.27 (dd, J = 
8.38, 6.46 Hz, 1H) Q 
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2 (2 5) 

N— (2-fc Kp^^trjJ v ? ^-5--f/W) - 2, 3, 4, 5-f h7tK 
a-lH-1 — <^XTif £V- 1 - *;^>->7^; K 
5 TLC:Rf 0.50 * / -/U : $m^^= 1 : 9 ) ; 

NMR (DMSO-d 6 ) : 5 1.62 (m, 2H), 1.75 (m, 2H), 2.74 (m, 2H), 3.54 (m, 2H), 
6.23 (dd, J = 9.34, 0.82 Hz, 1H), 7.11 (s, 1H), 7.24 (m, 4H), 7.39 (m, 2H), 10.80 (m, 
1H) 0 

10 3»J4 2 (2 6) 

7-7^7-N-7i =vu- 2 , 3, 4, 5-rf7t Ko-lH-1-^ 

TLC:Rf 0.38 (|Hfc.x^ : n -^#-#-^= 1 : 1 ) ; 
NMR (CDC1 3 ): 6 1.32 (m, 1H), 1.91 (m, 3H), 2.66 (m, 3H), 3.77 (s, 2H), 4.63 (m, 
15 1H), 6.33 (s, 1H), 6.55 (m, 1H), 6.60 (d, J = 2.75 Hz, 1H), 6.96 (m, 1H), 7.05 (d, J = 
7.97 Hz, 1H), 7.23 (m, 2H), 7.30 (m, 2H) 0 

»J4 2 (2 7) 

(4-tKn^7i^) -2, 3, 4, 5-rf7 
20 t K p — 1 H — 1 -^^XTif tTV- 1 -^tf^v'T 5 K 
TLC:Rf 0.29 (gfflfca:^ : n -^f"^= 1 : 1 ) ; 
NMR (CDCI3) : 5 2.05 (m, 5H), 4.60 (m, 1H), 5.66 (m, 2H), 6.05 (s, 1H), 6.67 (m, 
2H), 7.05 (m, 2H), 7.38 (m, 4H) 0 

25 M4 2 (2 8) 

7-7/U^-P-N- -2, 3, 4, 5-7^7 
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tFn-lH-1 -^yX/i^tV- l -#/M?^*>7 5 K 
TLC:Rf 0.54 (n : |Hfcoi^= 1 : 2) ; 

NMR (DMSO-d 6 ) : 5 1.61 (m, 2H), 1.70 (m, 2H), 2.66 (m, 2H), 3.47 (m, 2H), 
4. 11 (d, J = 5.77 Hz, 2H), 5.64 (s, 1H), 6.67 (m, 2H), 6.98 (m, 3H), 7.07 (dd, J = 9.48, 
5 2.88 Hz, 1H), 7.15 (dd, J = 8.52, 5.49 Hz, 1H), 8.78 (m, 1H) 0 

»J4 2 (2 9) 

7-t Ko^rv'-N- (2-p< h=¥^-4-^ h^rW h^^^^^/k) - 
2, 3, 4, 5-rh7t Kn- 1 H- 1 -^VXTif 1 
10 ->7 ^ K 

TLC:Rf 0.33 ( n -^-fy : fm^^= 1 : 1 ) ; 
NMR(CDC1 3 ) : 6 1.36 (m, 1H), 1.88 (m, 3H), 2.71 (m, 3H), 3.46 (s, 3H), 3.62 (s, 
3H), 4.62 (d, J = 13.46 Hz, 1H), 5.10 (s, 2H), 5.42 (s, 1H), 6.49 (d, J = 2.47 Hz, 1H), 
6.61 (dd, J = 8.79, 2.47 Hz, 1H), 6.75 (m, 3H), 7.16 (d, J = 8.24 Hz, 1H), 8.04 (d, J = 
15 9.07 Hz, 1H) 0 

WJ4 2 (3 0) 

N- (2-!7/l^D-4-p< h*i// Y**/7^~;V) 
2, 3, 4, 5 - f b 7 t Ka - 1 H- 1 -- <yX7if tV- 1 - 
20 fTZ K 

TLC:Rf 0.20 (n-^fy:^SI^=2 : 1) ; 
NMR(CDC1 3 ) : 5 1.37 (m, 1H), 1.90 (m, 3H), 2.70 (m, 3H), 3.44 (s, 3H), 4.61 (d, J 
= 13.19 Hz, 1H), 5.08 (s, 2H), 5.68 (s, 1H), 6.30 (d, J = 2.20 Hz, 1H), 6.74 (m, 4H), 
7. 16 (d, J = 8.24 Hz, 1H), 7.94 (t, J = 9.07 Hz, 1H) 0 

25 

WJ4 2(3 1) 
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2, 3, 4, 5 - f b 7 t Kd - 1 H- 1 --<yX7f t°y- 1 - *M> 
i/T ^ K 

TLC:Rf 0.38 (n— *^rV : ftfi6^^= 1 : D ; 
5 NMR(CDC1 3 ) : 5 1.38 (m, 1H), 1.91 (m, 3H), 2.72 (m, 3H), 3.49 (s, 3H), 4.62 (d, J 
= 14.28 Hz, 1H), 5.12 (s, 2H), 5.26 (s, 1H), 6.18 (s, 1H), 6.73 (dd, J= 8.24, 2.75 Hz, 
1H), 6.79 (m, 2H), 7.02 (t, J = 8.93 Hz, 1H), 7.13 (d, J = 8.52 Hz, 1H), 7.34 (dd, J = 
13.19, 2.47 Hz, 1H) 0 

io mm&u 2 o 2) 

5- (t -^fvl^^/^y/K*-^) -N- (4-tFa^->7x^) 
-2, 3, 4, 5-fh7t Kn- 1 H - 1 -^y/T^lf 7- 1 - 

TLC:Rf 0.16 (n-^W:S»^f/V=3 : 1) ; 
15 NMR(CDC1 3 ) : 5 7.72-7.67 (m, 1H), 7.45-7.24 (m, 3H), 7.04-6.97 (m, 2H), 6.69- 
6.63 (m, 2H), 6.03 (brs, 1H), 4.91-4.83 (m, 1H), 4.61-4.48 (m, 1H), 2.73-2.58 (m, 
1H), 2.09-1.99 (m, 2H), 1.75-1.51 (ra, 2H), 0.96 (s, 9H), 0.17 (s, 6H) 0 

3MJ4 2 (3 3) 

20 N— (l-tKo^r^j^) -5-/ 2 , 3-^tFP-lH- 

1 -^^XTif t 0 ^- 1 -#/Wtf>^T^ K 
TLC : R f 0.32 (n-^ifV : @^cn^= 1 : 1) 0 

2 7 

25 3 - (2 -- Yuy ^~)V3r*i/) 7"o fc^y^ 

o-^ (6.96g) <DlN7K^{b■^^ U !7^7KM (100m 
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i) \z s (7.65 g) 5ovx*n&mwu 1 

o°c^3^mmwLfc 0 fci&m&mz*t:iBz., iNS»t? P H7afc„ 
z^mmx-^zMz-, #ttu Niacin*., pH2tL7t 0 

WT©«ft^W-r^M^^ (l.oi g) £#fc 0 
TLC : R f 0.46 (jfift^fl'^ : *9/—fr= 9 : 1) ; 
NMR(CDC1 3 ) : 8 2.94 (t, J = 6.32 Hz, 2H), 4.40 (t, J = 6.32 Hz, 2H), 7.06 (ddd, J = 
8.38, 7.14, 1.24 Hz, 1H), 7.12 (dd, J = 8.52, 1.10 Hz, 1H), 7.54 (ddd, J = 8.72 , 7.07, 
10 1.79 Hz, 1H), 7.84 (dd, J = 8.10, 1.79 Hz, 1H) D 

2 8 

3- (2-7;/7x^mv) 7°ot c ty| 

TLC : R f 0.43 (i^ft^ : ^ 9 / —;V= 9:1) ; 

NMR(CDC1 3 ) : 5 2.84 (t, J = 6.18Hz, 2H), 4.27 (t, J = 6.04 Hz, 2H), 6.77 (m, 4H) 0 

2 9 

20 2 , 3 , 4 , 5-f f7tKn-^/ [b] (1, 4) 

±BE#%M2 (969 mg) ©jfrffc * ^ V V (50 ml) W& 

1-^^-3- [3- 7°Pt 0 ^] */l/2|?^ 

>f $ K • jftiMft (1.06 g) £*Px., l 5 oaMJfcttLfc. R*S«B^*^**Sr 
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1:1) -CffiJKU £tTO*tti[SrWi-Saiaft^* (481m g) £#fc 0 
TLC:Rf 0.26 (n-^fy : ^f^= 1 : 1) ; 
NMR(CDC1 3 ) : 6 2.86 (m, 2H), 4.47 (m, 2H), 7.01 (m, 4H), 7.75 (s, 1H) D 

5 

3 0 

2, 3, 4, 5-Tf7tKD-^/ [b] (1, 4) xj"3rlHffe°:/ 

^K^iby f!)A7^^!)i (3 2 4mg) ©f f?tKP77> (10 
ml) SK»JR^3SatTs ##i3 0 (4 6 5mg) XUmLtdt^^M^ 

io ii«Lfc. s^ii^^Ttc^t, 2N&m<ki-hv yj»*mw. (l. 

5ml) £JP*L, 3i!Lfc 0 5#&*fgU J^T^M^W-t-^HJg^ 

(4 2 4mg) £#7C„ 
TLC:Rf 0.40 (n-^fy :ftiif;V=2 : 1) ; 
NMR(CDC1 3 ) : 8 2.00 (m, 2H), 3.24 (m, 2H), 3.70 (m, 1H), 4.09 (m, 2H), 6.72 (dd, 
15 J = 7.55, 1.79 Hz, 1H), 6.77 (td, J = 7.55, 1.65 Hz, 1H), 6.87 (td, J = 7.42 Hz, 1H), 
6.96 (dd, J = 7.69, 1.65 Hz, 1H) 0 

»J4 3 (1) -»4 3 (2 2) 

##m 3 o x*m& l ^^#1*5 i % -r z zm^x 

WI4 3 (1) 

N- -2, 3,4, 5-rb7tKn-^yy [b] 

25 (i, 4) tWt°y-5-*;v^r^ K 

TLC:Rf 0.33 (g^o^A- : n -^*-f^= 2 : 3 ) ; 



, mmm 1 . 
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NMR (DMSO-d 6 ) :8 1.88 (m, 2H), 3.62 (m, 2H), 4.00 (m, 2H), 4.17 (d, J = 5.77 
Hz, 2H), 6.45 (t, J = 5.91 Hz, 1H), 7.15 (m, 8H) 0 

mMM43 (2) 

5 N- 7^-/1^- 2, 3, 4, 5-fF7tKP-^yy [b] (1, 4 ) sj" 
*1H? t°^- 5 -i7/U#>v-T ^ K 

TLC:Rf 0.30 ( n -^^V : g^^fvU= 3 : 1 ) ; 

NMR (CD 3 OD): 6 7.35-7.11 (m,8H), 7.04-6.97 (m, 1H), 4.05 (brs, 2H), 3.81 (brs, 

2H), 2.08-1.99 (m, 2H) 0 

10 

HMJ4.3 (3) 

N- (4-yjvJrns<y-y;v) - 8 - 2 , 3, 4, 5-fhn 
Kn-^y/ [b] (1, 4) **Wt°>-5-Z/vt;*i'T$ K 
TLC : Rf 0.22 (Hafcc^vu : n -^^^= 1 : 2) ; 
15 NMR (DMSO-d 6 ) : 5 1.89 (m, 2H), 3.61 (m, 2H), 4.03 (m, 2H), 4.15 (d, J = 5.77 
Hz, 2H), 6.55 (t, J = 5.77 Hz, 1H), 6.90 (m, 2H), 7.10 (m, 2H), 7.23 (m, 3H) 0 

3 (4) 

N- [3- l^/V (7^=./V) T^y] ^PtVW] -2, 3, 4, 5 -X 
20 fytKP-^y [b] (1, 4) tf^iHf t 0 ^- 5 -#A>#>^T ^ K 
TLC :Rf 0.35 (^^/W ; n — ^rf-^ = 1 : 1 ) ; 
NMR (DMSO-d 6 ) : 5 1.03 (t, J = 7.00Hz, 3H), 1.61 (m, 2H), 1.89 (m, 2H), 3.05 
(q, J = 6.32 Hz, 2H), 3.17 (m, 2H), 3.28 (m, 2H), 3.61 (m, 2H), 4.00 (m, 2H), 5.90 (t, 
J = 5 .49 Hz, 1H), 6.55 (ra, 3H), 7.11 (tn, 6H) 0 

25 

mm*z (5) 
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N- [3- Of- a- (y^^/u) 757] -fvi\fjv] -8-yjvjru-2, 
3, 4, S-ffytKo-^y/ [b] (1, 4) *3MH?lfV-5-;& 

TLC:Rf 0.39 (Bffifcj:^ : n -^f"^= 1 : 1 ) ; 
5 NMR (DMS0-d 6 ) : 6 1.03 (t, J = 7.00Hz, 3H), 1.61 (m, 2H), 1.89 (m, 2H), 3.04 
(m, 2H), 3.17 (m, 2H), 3.28 (m, 2H), 3.60 (m, 2H), 4.03 (m, 2H), 5.99 (t, J = 5.77 Hz, 
1H), 6.52 (t, J = 7.14 Hz, 1H), 6.59 (d, J = 7.97 Hz, 2H), 6.90 (m, 2H), 7.10 (m, 2H), 
7.19(111, 1H)„ 

10 HMJ4 3 (6) 

N- [ (IS) -1- (4 -7/V^-p7^^/V) 7^y*M~^] 

^/U] -2, 3, 4, 5-ff>7tKP-^/ [b] (1, 4) 

TLC:Rf 0.38 (n -^if-V : &|fex?vU= 1 : 1 ) ; 
15 NMR (DMS0-d 6 ) : 5 1.01 (m, 6H), 1.91 (m, 2H), 3.64 (m, 4H), 4.04 (m, 2H), 
4.22 (m, 1H), 5.37 (m, 1H), 7.06 (m, 2H), 7.24 (m, 4H), 7.36 (m, 2H) D 

WJ4 3 (7) 

N— i^/V (4-7/UtP7x^) 7^/^;^/Mf;v] -2, 3, 
20 4, 5 -rh7tFn-^)/[b] (1, 4) ^iH? t°V- 5 
**sT 5 K 

TLC:Rf 0.24 (n : «^/U= 1 : 1 ) ; 

NMR (DMS0-d 6 ) : 5 1.01 (t, J = 7.14 Hz, 3H), 1.91 (m, 2H), 3.61 (m, 6H), 4.04 

(m, 2H), 5.53 (m, 1H), 7.05 (m, 2H), 7.27 (m, 6H) 0 

25 

»|4 3 (8) 
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N- [2- (4-7/^0 7i=;>) 7;/] ^fvl'] -2, 3, 

4, 5-f f7tKo-^ [b] (1, 4) tt-y-H 
drv'T? K 

TLC:Rf 0.41 (n-^f-V : f^^f-;V= 1 : l) ; 
5 NMR (DMSO-d 6 ) : 6 1.04 (t, J = 7.05 Hz, 3H), 1.92 (m, 2H), 3.22 (m, 6H), 3.65 
(m, 2H), 4.02 (m, 2H), 5.60 (m, 1H), 6.72 (m, 2H), 6.92 (m, 2H), 7.01 (m, 2H), 7.16 
(m, 2H) 0 

«#J4 3 (9) 

10 N- (l-7 3 :=;Hf^y^y-4-'f/l') -2, 3, 4, 5-rh7tK 

p ;yy- [b ] (1> 4 ) ^-df-f-if fc"^— 5 -^/k/J^v-r ? K 

TLC:Rf 0.35 ( n : gf^^,w= 1 : 1 ) ; 

NMR (DMSO-d s ) : 8 1.47 (m, 2H), 1.74 (dd, J = 12.09, 2.47 Hz, 2H), 1.88 (m, 

2H), 2.73 (m, 2H), 3.64 (m, 5H), 4.00 (m, 2H), 5.69 (d, J = 7.69 Hz, 1H), 6.70 (t, J = 

15 7.14 Hz, 1H), 6.88 (d, J = 8.52 Hz, 2H), 7.01 (m, 2H), 7.15 (m, 4H) 0 

WJ4 3(10) 

N— [3- l^/U {A-y/V^-uy *.=.;v) 7°ntVU] -2, 3, 

4, 5-fh7tK0-^/ [b] (1, 4) ;d"^lHf t°^-5-#/^ 
20 ^'>T? K 

T L C : R f 0.36 ( n -^-^V : ^zn^/u= l : l ) ; 
NMR (DMSO-d 6 ) : 5 1.00 (t, J = 7.00 Hz, 3H), 1.58 (m, 2H), 1.88 (m, 2H), 3.04 
(q, J = 6.32 Hz, 2H), 3.13 (m, 2H), 3.24 (q, J = 6.96 Hz, 2H), 3.61 (m, 2H), 4.01 (m, 
25 2H), 5. 88 (m, 1H), 6.58 (m, 2H), 6.94 (m, 2H), 7.04 (m, 2H), 7. 19 (m, 2H) D 
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TLC:Rf 0.64 ( n -^f-y : m&^^= 1 : 2 ) ; 
NMR (DMSO-d s ) : 5 1.07 (t, J = 7.05 Hz, 3H), 1.64 (m, 2H), 1.91 (m, 2H), 3.07 
(t, J = 6.59 Hz, 2H), 3.39 (m, 4H), 3.64 (m, 2H), 4.02 (m, 2H), 5.67 (m, 1H), 7.03 (m, 
2H), 7.19 (m, 4H), 7. 46 (m, 2H)„ 

5 

»J4 3(11) 

N- [ (2S) -1- [^fvU (4-7;Vtn7i^) T^y] -2-7° 
ntVH -2, 3, 4, 5-f F7tKa-^/ [b] (1, 4)**-$- 

10 7V-fo: 

TLC:Rf 0.53 ( n — *1rV : g^n:^= 1 : 1 ) ; 

NMR (DMSO-d 6 ) : 8 1.01 (t, J = 6.96 Hz, 3H), 1.05 (d, J = 6.77 Hz, 3H), 1.90 

(m, 2H), 3.07 (dd, J = 14.46, 6.96 Hz, 1H), 3.27 (m, 3H), 3.64 (m, 2H), 3.99 (m, 3H), 

5.23 (m, 1H), 6.73 (m, 2H), 6.94 (m, 4H), 7.14 (m, 2H) D 
15 : 

TLC:Rf 0.71 ( n -^iJ-y : gj^;n^= 1 : 2 ) ; 
NMR (DMSO-d 6 ) : 8 1.02 (t, J = 7.05 Hz, 3H), 1.06 (d, J = 6.59 Hz, 3H), 1.91 
(m, 2H), 3.14 (dd, J = 14.28, 6.59 Hz, 1H), 3.31 (m, 3H), 3.64 (m, 2H), 3.98 (m, 3H), 
5.30 (m, 1H), 6.94 (m, 6H), 7.14 (m, 2H) e 

20 

WJ4 3(12) 

N- (l-7x-^t , ^!)^y-4—f^) -%-7JVjru-2, 3, 4, 
5-rf7tKn-^7' [b] (1, 4) ^f-tftV- 5 
T $ K 

25 TLC;Rf 0.37 ( n — *-fV : W^f"^= 1 : 1 ) ; 

NMR (DMSO-d s ) : 8 1.48 (m, 2H), 1.72 (m, 2H), 1.89 (m, 2H), 2.73 (m, 2H), 
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3.63 (m, 5H), 4.03 (m, 2H), 5.82 (d, J = 7.69 Hz, 1H), 6.70 (t, J = 7.14 Hz, 1H), 6.85 
(m,4H), 7.16(m, 3H) D 

mmw4 3(i3) 

5 N- [ (IS) -1- (4-7;^B7i=/V) 7^/#^~/l/| 

^/l/] -8-7/^P-2, 3, 4, 5 -=r hy t Ko-^^'/ [b] (1, 
4) ^lH?fc 0 >-5-#A^>^T5: K 
TLC:Rf 0,37 (n : g^3i^= 1 : 1 ) ; 

NMR (DMSO-d s ) : 5 0.96 (m, 6H), 1.89 (m, 2H), 3.57 (m, 4H), 4.08 (m, 3H), 
10 5.80 (d, J = 6.22 Hz, 1H), 6.93 (m, 2H), 7.32 (m, 5H) 0 

WI4 3 (14) 

N— [3- O^VU (4 -7/U^"P7^^7U) 75/] 7°DtVk] -8-7 
/l^-p-2, 3, 4, 5— r h7t Kp-^'/ [b] (1, 4) ^^MH* 

is tv-s-^^ru' 

TLC:R£ 0.35 ( n -^Mf^ : @£^n^= 1 : 1 ) ; 
NMR (DMSO-d s ) : 8 1.01 (t, J = 6.96 Hz, 3H), 1.58 (m, 2H), 1.89 (m, 2H), 3.03 
(m, 2H), 3.13 (m, 2H), 3.24 (q, J = 6.96 Hz, 2H), 3.59 (s, 2H), 4.03 (m, 2H), 5.97 (t, J 
= 5.31 Hz, 1H), 6.58 (m, 2H), 6.92 (m, 4H), 7.19 (m, 1H) 0 

20 

mmm4 3(15) 

5 -#;w^^/u- 8 -yivirn- 2, 3, 4, 5 -T h y t Ko -^y % / 

[b] (1,4) ^*iH?f> 

TLC:Rf 0.21 (n-^t^ : ftKxf^= l : 2) ; 
25 NMR (DMSO-d 6 ) : fi 1.89 (m, 2H), 3.57 (m, 2H), 4.04 (m, 2H), 5.83 (m, 2H), 
6.86 (m, 2H), 7.22 (m, 1H) D 
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HffiflU 3(16) 

N- (2, 4-^7^0^^^) — 8 — 7/U^-a-2, 3, 4, 5 -7" 
h7fcKn-^/ [b] (1, 4) **1H* 5 K 

5 TLC:Rf 0.50 (n-^f-y : ^S^tVV= 1 : 1) ; 

NMRCDMSO-d.) : 5 1.89 (m, 2H), 3.61 (m, 2H), 4.04 (m, 2H), 4.18 (d, J = 5.68 
Hz, 2H), 6.54 (m, 1H), 6.92 (m, 2H), 7.03 (m, 1H), 7.15 (ddd, J = 10.62, 9.34, 2.56 
Hz, 1H), 7.28 (m, 2H)„ 

10 H»4 3(17) 

N- (3, 4-i?7/u$-n-<y*?A') - 8 -7Aoj-p - 2 , 3, 4, 5-7 
l>7tKn-^y/[b] (1, 4) tW^-B-*^^7U* 

TLC:Rf 0.41 ( n -^*f-y : $&&x.<f-;v= 1 : 1 ) ; 

NMR (DMSO-d 6 ) :8 1.88 (m, 2H), 3.60 (m, 2H), 4.03 (m, 2H), 4. 14 (d, J = 5.86 
15 Hz, 2H), 6.59 (t, J = 5.77 Hz, 1H), 6.92 (m, 2H), 7.04 (m, 1H), 7.26 (m, 3H) 0 

«M4 3(18) 

N- (4 —yjvtu - 2 - h V yjvirxx /^-/u^y-y/u) -8-:7/M-p- 
2, 3, 4, 5-f h7fcKn-^/ [b] (1, 4) 7S-*f-Ht°>-5 
20 -^7/V7j?^^T5 K 

TLC:Rf 0.59 (n-^v-y :M^^=l : I) ; 

NMR (DMSO-d 6 ) :S 1.92 (m, 2H), 3.61 (m, 2H), 4.06 (m, 2H), 4.33 (d, J = 5.13 

Hz, 2H), 6.61 (m, 1H), 6.94 (m, 2H), 7.34 (m, 1H), 7.52 (m, 3H) C 

25 »J4 3(19) 

N- ( 4 - 0 - 3 - h!) 7A-t b ^ f ^U) — 8—7 )Vjru — 
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2, 3, 4, 5-rh7tKn-^<yy [b] (1, 4 ) ^1H? t 0 ^- 5 

TLC:Rf 0.42 (n -^^^ : SP»J-^= 1 : 1 ) ; 
NMR (DMSO-d 6 ) : 6 1.88 (m, 2H), 3.60 (m, 2H), 4.03 (m, 2H), 4.20 (d, J = 5.86 
5 Hz, 2H), 6.65 (m, 1H), 6.92 (m, 2H), 7.24 (m, 1H), 7.42 (m, 1H), 7.57 (m, 2H) 0 

HW4 3 (2 0) 

N- (2-^an-4-7;i/tn'<yv i ;i/) - 8 -7 A-^p - 2 , 3, 4, 
5-f f7tKP--<yy [b] (1, 4) **y-Wy-5-*A'i$*i' 
10 7? K 

TLC:R£0.50 ( n — : mm^^= 1 : 1 ) ; 

NMR (DMSO-d 6 ) : 6 1.89 (m, 2H), 3.61 (m, 2H), 4.05 (m, 2H), 4.20 (d, J = 5.68 

Hz, 2H), 6.55 (m, 1H), 6.93 (m, 2H), 7.29 (m, 4H) 0 

15 «f!l4 3(21) 

N- (3-^ PP- -8-7/V^"P-2, 3, 4, 
5-7h7tKa-^/ [b] (1, 4) **1H?l^-5-#/M^v' 

TLC:Rf 0.42 (n -^M^ : BfeSfc^A^ 1 : 1 ) ; 
20 NMR (DMSO-d 6 ) : 8 1.88 (m, 2H), 3.59 (m, 2H), 4.01 (m, 2H), 4.14 (d, J = 5.68 
Hz, 2H), 6.61 (m, 1H), 6.92 (m, 2H), 7.28 (m, 4H) D 

«$|4 3 (2 2) 

N- (2-'<y-^^-4-^nn'<y^) -8-7/^0-2, 3, 
25 4, 5 -Th7tKa-<yy [b] (1, 4) **lH?lf 5 
*^7 5 K 
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TLC:Rf 0.50 (n -^fy : IHfcx-fvl^ 1 : 1 ) ; 

NMR (DMSO-d 6 ) : 5 1.90 (m, 2H), 3.60 (m, 2H), 4.02 (m, 2H), 4.18 (d, J = 5.86 

Hz, 2H), 5.14 (s, 2H), 6.27 (m, 1H), 6.92 (m, 3H), 7.11 (m, 2H), 7.34 (m, 6H) 0 

5 4 

l- ( l H-^ * 1 f^yH -2, 3, 4, 5 

-fF7tKn-lH-l -^XT*t?fc!V 

2, 3, 4, 5-rF7tKn-lH-l— <>X7ift'y (172.4m g ) 
(3ml) fflBL\ZL i f-iti}fri£~fl'*M (2 3 0m 

10 g) £AP;L, M^M^WM. ?S^#J^ML7c 0 »at«ri/y*^* 
n7F^77^ (n-— dfif y : g»c^/U= 5:1) T?flf«U 
«T©«tte«rWi-**»Mft^* (2 8 5mg) *ntL 0 
TLC : R f 0.55 (n-^^y : tfSfcnfvl^ 3 : 1) ; 
NMR(CDC1 3 ) : 8 1.92 (m, 4H), 2.91 (m, 2H), 3.36 (m, 1H), 5.39 (m, 1H), 7.07 (m, 
15 7H) 0 

WJ4 4 (1) 

N- (2->7 7if^) -2, 3, 4, 5-rb7t Kp — 1 H— 1 — < 
yXTif tr>-- 1 K 

TLC:Rf0.18 ( n : g^^9vk= 4 : 1 ) ; 

NMR(CDC1 3 ) : 8 1.38 (m, 1H), 1.79 (m, 1H), 2.00 (m, 1H), 2.25 (m, 1H), 2.84 (m, 
5H), 3.69 (m, 1H), 3.90 (m, 1H), 5.31 (m, 1H), 5.74 (s, 1H), 7.27 (m, 4H) 0 

25 

»J4 5 
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5-J-*y-N-7*~;U-2, 3, 4, 5-f h7tFt3-lH-l-^ 

MMM 2 I- tcik&y>) (3 4 5mg) O^^f/^M^^K (2m 

L) mWtt^&-?\ hV^^T^y (0.51m L) £<fct>'HiM3t ■ tf JJ v? 
5 ymft (5 8 3mg) SrAlx., fi£fc&M*e 5 B#P«#Lfc 0 Kl^ 

TLC:Rf 0.62 (n -^SMf-y : @^^^/W= 2 : 1 ) ; 
10 NMR(CDC1 3 ) : 6 7 97 (dd, J = 7.5, 1.5 Hz, 1H), 7.63 (dt, J = 1.5, 7.5 Hz, 1H), 
7.50-7.40 (m, 2H), 7.32-7.22 (m, 4H), 7.06-7.00 (m, 1H), 6.37 (bs, 1H), 4.10-3.80 (b, 
2H), 2.80-2.74 (m, 2H), 2.17-2.04 (m, 2H) D 



15 KW^fgia»)i^lfc«lt, ^C50mg« 
1- (4-t Kn d S i v'7x^) j&TW^e^A'— 2, 3, 4, 



Kp-1 H- 1 -^yxrfcv 



5.0 g 



0.2 g 



20 ^f7!)y|v^v'^ 



0. 1 g 



4. 7 g 
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m * <d m m 



i. 



-J&5£ ( I ) 



(R 2 )n 




(I) 



5 

X{2, (l)-CH r> (2)-0- x (3)-S-, (4)-S (O) -*fc{i(5)- S O 
10 2 -£^;bU 

fi4-?fc3 0 ) > 

15 (l)iB, OR 5 , NR 6 R\ COR 8 , OCOR\ OCONR 6 R\ COO 
R 8 , SR\ SOR\ S0 2 R 8 , S0 2 NR 6 R\ An^yjf^ 

tlTtxtV^C 1~8T;W=¥/WS, C 2 ~ 8 7/^^S*fcfiC 2 ~ 8 7^ 

20 (2)^B, (3)OR\ (4)NR 6 R 7 , (5)COR 8 , (6)OCOR\ (7)OCONR 6 
R\ (8)COOR 8 , (9)CONR 6 R\ (10)SR 9 > (ll)SOR 8 , (12)S0 2 R 8 , 
(13)S0 2 NR 6 R\ (14)^p^>J1^ (\5)^;v^^;vm, (16)i/7S&* 
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-^ < ^- 

(19) O 
(CH 2 ) r 

gtBfi, (i)C3~10«t)L<liZM»i, 
(ii)5~l 0*©l~2tt©£*jK^ l-2«OBft*BR^*JJ:tr/*fc«:l 

StBfi, (i)OR 5 , NR 6 R 7 , COR\ OCOR 8 , OCONR 6 R\ CO 
OR\ CONR 6 R\ SR\ SOR\ S0 2 R\ S0 2 NR 6 R\ ap^ 

WSi-cto-re^^tLTtiV^C 1-8 7/^/1^ C 2-8W^I 
10 *fcfiC 2-8 T/^^^S, (ii)OR\ (iii)NR 6 R\ (iv)COR 8 . (v)OC 
OR\ (vi)OCONR 6 R\ (vii)COOR\ (viii)C ON R 6 R \ (ix)SR 9 , 
(x)SOR 8 , (xi)S0 2 R\ (xii)S0 2 NR 6 R\ (xiii)^n ^Vjf[ i\ (xiv)*^ 

(xv)^rys, (xvo^hpg, *3«tt>Xxvii)^-^ys^^iiim6 
15 xwm$hx-b£<, 

R 5 (i, (ii)OR 15 , N R 1 6 R 1 \ COR 18 , OCOR 18 , OC 

ONR 16 R 17 , COOR 18 , CONR 16 R l \ SR : \ SOR\ S0 2 R 8 , 
S0 2 NR 6 R\ iC, />n^>Mf, #A>tf*i'A'& */T J £*5<fct>*= h 
n^bjI4R£tL5 1 ~5f0OS^cfcoTg&£ft-Ct> «U^C 1~8 7^ 
20 C 2~87/l^^/^Kt> L< f±C 2~8 7/I^~/Ug, (iii)-S i (R 

10 ) 3 v 3:fcte(iv)gtC£3t;bU 

R 6 &J;0R 7 te, ^^ntebX, (i)7K*J^T-> ^tzn^-D'-B^m 

D 1 ^ (a)^£\ (b)-C (O) (c)-C (O) O-, £fcJi(d) 
25 -S0 2 -^U 
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D 2 Ji, (a)^C{C t to-rg^$^lT 1 bJ;V>C 1-87/^1, C2-87VW 

L < fiC 2 ~ 8 T/t^-/^ £7cte(b)SC Sr*fe U 
itCte, (a)C3~10fIStL<ttZS^W, *fcfi 
(b)5~l OM«l~2i@<7)g^Jg^ l~2|@»«m^4oJ;t>V^fc(4l 

m.Cits C 1 ~ 8 T/i^/l'K, OR 15 , NR 16 R 17 , COR 18 , OCOR 1 
\ OCONR 16 R 17 , COOR 18 , CONR 16 R 17 , SR 19 , SOR 18 , 
S0 2 R 18 , S0 2 NR 16 R 17 , ;np^VIH\ yfr/Utf^v'/Ug, / 

~ h p s*s «t tw-* y 1 ~ 5 J: o Tg& S tit i 

10 \t\ ) , 

R 8 {1, (i)iCiaoti^$tltt) iV^C l~87Vl^/I^ C2~87V^ 
KttC2~8 7/^^/H, £fc&(ii)SC«;bU 

R 9 fi, 

(0**0^, (ii)OR 15 , NR 16 R X \ COR 18 , OCOR 18 , OCONR 1 
15 6 R 17 , COOR 18 , CONR 16 R 17 , S R 1 \ SOR 18 , SO z R 18 , S 

o 2 n r 1 e r 1 \ ^ p ?ym*t3 i oic ^ ^31^ * i ~ 5 m<om\c x o 

TBR^n-Cfe £1>C C2~8 7/^-/Vit>l< ttC 

2~8 7/^-/H, £7c«(iii)^B£«;bU 

»(DR 10 fi, ^^WiUci~8 7/^/H, tfcfiy^/^^ 

20 mt> u 

R 15 *5j:r>*R 19 (i, tJlf UtC 1 ~ 8 C2~8 7Vl^ 

~^m, C2~8 7;v^S, 3-fc»iC2~8T'>A'£4:*fcU 
R 16 *5«ttJ«R 17 fi, ^^^^LTCOC 1-8 7W£ C2~87^ 
^/Ug^fcfiC 2~8 T/V*~;vm, *fcfi(ii)C l~8 7/^/vS, C 2 
25 ~8 7H=^I, C2~87/^^I, AP^yJI?-, Cl~87^3 
C2~8 7/^^t^i, *fc«C 2~8 7^=/^^f^l 



209 



WO 03/068753 



PCT/JP03/01481 



£&&fc>U r fi2~4c7)Sm^*t>-r 0 ) &**>U 
m*5«fctfn f±, -tft^ftS: tT 0 *fcf± 1 ~4 roSEgc&^fr U 
5 R 3 fi, 

(i)Tklftf^, 0031 B, *fcfi 

(iii)^B, OR 5 , NR 6 R 7 , COR 8 , OCOR\ OCONR 6 R\ COO 
R 8 , CONR 6 R\ SR 9 , SOR 8 , S0 2 R 8 , SO z NR 6 R 7 , /np^> 

10 ©IB#ttSlrlBi:PH:«i*«r**3i-c ) K£oXm&ZtiX t <fc^C 1 ~8 7 
/l^/U-g, C2~8T/^^S^fcfiC2~8T/^^£^^L, 
R 4 fi, TKM^ Cl~8 7/^/H, C 2~8 7/Wr~^S£fcfiC 2~ 

is $b^i~3m(Dmmm?, lmommw^a^x^r^im^mnmf- 

ClC^^fi, Cl~8 7/^I, OR 15 , N R 1 6 R 1 7 , COR 18 , O 
COR 18 , OCONR 16 R 17 , COOR 18 , CONR 16 R 17 , SR 19 , S 
OR 18 , S0 2 R 18 , SO z NR 16 R 17 , ap^I^ #/>tf!>v7V'2, 
20 77S, =fpSjoi^yS^f>ItfWl~5fi(DSiaotfi^ 

iiTt«ti\ ) o ; 

(1) 1- (N-2-v J ^<5 : -/ur5/^^-N-^^^/W^-r7U) -4 
-7^^/U-2, 3, 4, 5 - f F 7 k Kd - 1 H- 1 -^yX7f tV, 
25 (2) 1 n^v'/l^/W^^/V- 7-/ h*is- 2, 3, 4, 5 -' 7 1 

h7k Kn-lH-l-^yX7ftX 
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(3) 7-* Y^U- 1 -7^^/UjtjjW<^4^~2, 3, 4, 5-T^7t 
Kp-1 H- 1 -^yXTif t°>\ 

(4) 1 -^^-/U*/W^>f/U- 7-> h^is— 2, 3, 4, 5-f b7t K 
D-1H-1 -^XTift*^ 

5 (5) 1 -7°P fcVU#/W^>f 4— 2, 3, 4, 5-fh7tKP-lH-l 
-^>-XT1ft°>\ 

(6) 7 -T-fef /U- 1 -*7A'iJA"* i e'(/l'- 2, 3, 4, 
a- 1 H- 1 OXrf 

(7) 1 -^^/U^/W^xfyu- 2, 3, 4, 5 -' T b 7 t K O - 1 H- 1 - 

io ^yx/ftv, 

(8) \-$UV/^y( tV- 3 - 7*^-2, 3, 4, 5-f b7tKn-l 

H- 1 -^yxrftv, 

(9) N- [2- (v^fvUT^/) -3, 4-v?tKP-N-^f 
^-2-7iS^-l, 5 (2H) -TJ/M^v' 

15 r>; k«<] ^^ns^fetfctt^^H^W^^s^siS. 

2. -«5£ (I) <K X^-CH 2 -T*fe^ A^^g(lgl-C?4)5tt*©|5 

20 3. -«5£ (Of, X^- C H 2 -T?fel3, A|«-e$)5!t*Ci 

4. (I) <K xas-o--CifeS»*©ttBBiaa«o^^«*fc«: 

25 

5. »*©«[BB IE*©-** (I) ^$Ji5lb^^tM^tLT 
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SW-tSMBRJStrfcai. 

6. 8t*»ttBB l IE*0-«S: (I) "C^^^Sfb-a-feSrW^^t tr 
5 £fcfi«£ij 0 

io m®%&&, ?*^i«s> mm - am^mmm&^^m^bm^ 

8. ft • +r*gnm*, »I4*E§ 

r&m&mmm. mtv***?-. &T&mm, £«r 

20 

25 
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